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(57) Abstract 

Novel quinolinc derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceuticaliy acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of rumors, wherein R ( and R 3 represent each H or C M alkyl.orR, andR 2 together form C,. 3 alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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^E^Cplatelet-derived growth factor, OTPDGF<tBg-f) £*©jjjcgiS^#g 
^l:i9e^(cKt)r 5 Tl^^:«i:^t>nTV^^(Cell. 46. 155(1986)) c LfrLfc*< 

frJLfcfl)ri<3g£$*m^(J. Exp. Med. , 175 . 1413(1992))**, taPDGFttffo&<* > 
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5 * n -> > * - WStt^fc-TS d £ jWB b ftT 5 0 C 

fc*9tt«ia««icsg<j:ta«!i«:*fcLTi^o mimfcts^T&z<D$mfti/ri- 
^&mti<m\vmizm^T^z>t%z.t>tiz 0 i,t, pdgf^ <t ^fisi^s •> ^ 

fcffliiXtfclw^^'tiT^S (Cancer Research, 54 ,6106(1994) ^ Proc. Natl. Acad. 
Sci.USA.,92,2558(1995))o &±<DZtfr^ PDGFggftgB 'J >K<fbM*U*< 
fitful ^ *&#WI^ BSfgi&lfS. 7TD-AttlHM, g&ft 

S£*4«ai©PDCF5§«:eBU>iWbPlSflriJiLTJi, #Rtf. 3-7'J-;U*y 
■J>®<J:LTs J. Med. Chem. , 37, 2627(1994), J. Med. Chem. , 37, 2129(1994) s 
Wa¥6-507643-tfi«x 3-7 'J -h*J *1r U lT\ Cancer Research, 
54.6106(1994) fei^-f'J yJl/-2- 7'J-^t°'J J^>j8iiLT> Proc. Natl. 
Acad. Sci. USA. , 92, 2558(1995) *<fclbttT^5o 

L^LWb> 7 , J-^S*/c(i^TD7 , ;-;US<!:^ *y 
* y 'J 4 l w jiim^ * fciiKSw^w Ltss 

Lfc*KS*^U ^oPDGFSS#aE'J>IMfcOBa*ftffl«tS<fc^fttt N * 

*^ S£*&fc]<D*y "J LTfcU -2 4 6 2 6 3^&fglc 
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*J<hLTffll^*i5fc0-e*iK PDGFgSftg£ij >»^HSftffltcMtS- 

4-7'j-;l'+y ij >KH*5t>©£LT\ J. Med. Chem. , 14, 1060(1971) 
, Acta Chin. Hung. , 112_, 241(1983). #&B§6 3-5 1 3 7 5 "t&fg. K-f 7 
ft«F»3 1 0 1 5 4 4^, #£¥1 - 2 4 6 2 6 3<t&«. *S#f* 3 9 3 6 4 

p d g F^s^gs >mt®mmzm zmmtmzm 
% m © m ^ 
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K*k mliU 2£/cte3T<fc(9s R 3 liilgiJfcC N N OH. ^D^f> s C 
1 -C 5 7;U*;l/ N C 1 -C 4 7*3*->*fcttC 2 -C 4 7->^T**] 
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a; (iv) 




4 15 
^* tt C 2 - C 4 7 ->;bT* *] $ ft 5 ST h *) N 

(b) XliO N 'S*fc{iCH 2 T*t)x Qiix 
£ (V) : 




5 1 
C 4 7^;UT*0x A«4C 1 -C g 7;U+;k C x - C g 7;U*.=.;k g# 

<C 3" C 10 ) 7Jl * Jl * C 1 -C 4 7-rt/3 + '>*;u^-;k ^7 
f-^k 7'J;k f-x-;k <>y^;k g&'Oy'-l'^/cteC 2 - C 7*>;U 
l<B£fctt2ffioS*|gR^ru fro, *^lcJ:0S*x K*&£ 
ron^ b MR $ n 5 t> 9 1 ^ x o m=F^ l T O T «fc ^ 5 - 1 fz ii 6 - 
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M©j£SK;©^ t d 7 'J - ;i/S* £ n Ji 9 - £ fz it 1 0 -M® 3JOH5£ f - a 7 
7'J-;l/S« N CN\ NO^ OH, NH 2 , ^nf>, (^-C^M^k 

mtt (c 3 -c x 0 ) 7fr*)W c 1 -c 4 7^=j+->s c 1 -C 4 7^3+-> 

#jUfc;k C.-C.T^k C- -C c 7yo + -A C 1 -C 0 7;U4L/> 
1 o l o Id 

v>;t*A c j -c 4 7;M^7 ^ a (Cj-c^jM^) 7* a 

C0 2 H n CONH 2 , N- (C 1 -C 4 7;U+^) 7^ h\ N, N-v- 

;k Cj-c^Wf^ I^7x-^ 7x';+^ I^7x 

y + A 7x^w, I^7i^;bft N 7xzji/ (C -C 4 7;i/^;b) > 
i»7x^ (c 1 -C 4 7^*Ji')> £U-?;k £5^-;k b°iu >^;k 
f'J^s?-;k k'nU^-;k txy^;k f^^^-;k **^7i?-;K 
*;i/*ij^.;k *y»J;k +^yj-^k ^>W;k t&OyV^fctt 
C 2 -C 4 7->;l/3&>t)«^n5 l~5iOl^MfLtl>TU<x B(i. 
0, S. NH> NCN N NRg^^JiNORg C:t\ RgiiCj-C^JU 

S (V) : 




^0 } o 



WO 97/17329 



7 



PCT/JP96/03229 



W. X, Q, R 3 , R 3 ' , R 4> R 5 , y, Z, A, B s m, j fcitf 

^Dy>:^DD > yot, 7;kfro > 3-K; 

C 1 -c 5 7;u*;u:>f-;^ xfyk 7Dt^ % >fy^n^k 7f-;k -f 
77f-;k s-7'^;k t-7>;k 'Ofyk I'vO^k ^'Of^k 

t ; 

f-;k i/^p-M^k ^n^fi, v^n^f^k 7 
C 1 ~ C 4 7;l/3 +->^^^-^ : / h*->#;k-Kx;k ih + ->^;^-;k 

7 h + Mx;k s - 7* h * ;UiK-;k t - 7 h * >>jj)i,tf-Jl - 
fcfu ; 

^fV7h + k s-^h + k t-7h*^ ; 
C 2 ~ C 4 7 ->;b : 7-fef-;k 7d tftfxjk 7'f- U ji ; 
C 1 -c 4 7;u+;i/7iy : y ^;i>7 $ A x*;U7S A ypt°;U7^y, 

^V7"nt^7;A 7*;U7 5 A ^77>;U7^A s-7>;U7S A t 

v- ■(C 1 -C 4 7^*;l/) 7^7 : -7V5^7$ 7, ^x^7SA *J"f 
of/kTS A V71-)\,7IJ ; 
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C l ~C 4 7)b*Jl,1-t : tmrts x?Jl?-* s 7nt°JH-* s Jvfa 
M!7*-;U: CN, NO^ OH, NH^ ^oy> x Cj-C^M^k 

»tt ^3-°! 0 ) 7;u+;k C 1 -c 4 7;i/3 + i/ N c 2 -c 4 7^3*<> 
a;l/#-;k C 1 -c 3 7;b+u>^+^ C x -c 4 7;u*;U7 S A 0- 
(C 1 -c 4 7;u*;b) 7$a c 2 -c 4 7^+;L'7^ F\ h>j7;u^-Dy^ 

(Cj -C 4 7;Hr;b) , ^/^M/;liC 2 -C 4 7yW^^||^ 
3®£T©glc£oTgglS*lT^67x;^g ; 
l&7xy*i/ : CN, N0 2% OH. NH 2 . Wfy, -C 4 7;U* 

Jk »R ( c 3 -c 1Q ) 7/u*;k c 1 -c 4 7;ud+v, c 1 -c 4 7;m 

*i/#;k}^;k C 1 -C 3 7^+l/>v?*+i/ % C 1 -C 4 7;U+;b7^y, 

^-(C 1 -c 4 7^b) 75 a c 2 -c 4 7;M^7; Kx M7;M-py 
f-^k C 1 -c 4 7;i/*^* % 7x-;k 7x; + -a 7i;w, ?x^ 

^ (c 1 -c 4 7;u4-;b) N ^>y>r^*fettc 2 -c 4 7^u©*^t)iBtfn 

: CNs N0 2 , OH, NH 2 % ^oy> N Cj-0^7^ 

*;k «K (Cg-Cj 0 ) 7;u*;k C 1 -c 4 7^=i + ^ C 1 -c 4 7;b 
34->/7^sK-;k C 1 -C 3 7;b*l/>^+->, C x - C 4 7JU*;b7 $A 
(C 1 -C 4 7^;b) 7;A C 2 -C 4 7;Hr^7S H\ HJ7;U*d 

Jd.ii. /■» o •» J j. ,1 .<j. _ _,, _, , j. „ _ • , 

- ✓ ^ - w 4 y ,v-v,v j ^ N y x— ./ x / -p y\ S x-^T/J\ 7 x 

(C 1 -C 4 7^U) . '<>7'f;U*fcliC 2 -C 4 7->^©tti^6»ir 
*l*3ffl*T©»wioTll«S$nTl,>47x-;^*a; 
M&*<y*/>(J\,: CN\ NO^ 0 H N NHg, AoYk C^-C^U* 
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)W (C 3 -C 10 ) 7)\,*)W c 1 -c 4 7;n? + v/, c 1 -c 4 7;i/3 
*->*^-;K c 1 -c 3 7^*i/>«^*->, c 2 -c 4 7^+;U7^y > 
^" ^ C !- c 4 7^Jb) 7$ a c 2 -c 4 7^*;U7i K> h'j7;^n 
y^;k c 1 -c 4 7^+^f-^ 7x^;k 7x; + ->, 7ii;^t, 7x 
- ;U ( C 1 -C 4 7;b+;U) N ^>W^^/c(iC 2 -c 4 7->;U04 3 ^^^ 

77^1, y>=fH % ^7S, 151, a^^ltx 
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ii *m®<k&tom&i!i& 

T&t&fZ Z £#T-# £ e 0J*.tf % Org. Synth. Col. Vol. 3. 272(1955). Acta Chim. 
Hung. J12. 241 (1 983) £ i*OiH«©^ft S B &T©H «JT'{£E L T I ^ £ 
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c ffi^tf, /wmHn *#mb^ iso h % mmmi i 9 



o 




R 2 o ^ NH 2 JdS RjO-^^N 



CI 



1 a (I) *K (II) , a (HI ) ttzlt& (IV) 

a. X#OT&Sft£«D©£Jifc: 

Xj&<OT**.<b£<BlM\ zK»**t>o7 'J -Ml&lfattz&^TaTV -Ml 

b. X*<ST"&5fb£te®£jdc: 

^-^X^fcoTU-^Kb^ttSfett^f-oT'J-^b^JtN 4-*OD*y 

2 3 (I) fr> (V) Ca (V) «K ifcJ:tfk&<±felcOT&5] 
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Chem. Soc. , Chem. Commun. , 1157(1993). Synlett. 1157(1994)) (CfBfiSnT^S Jl 
(III) h 'J 7Md y ^ fcii^ 7 f ^h"-)A (III)M7;M- 

~2 o ovomm. mi< iti 3 o~i 8 o'coigaiiTSiijgjKtfciiaistt 
1 #~ 5 * l < a 1 0 #~ 1 %m*m ^-tf^ciict^geu 




WO 97/17329 



34 



PCT/JP96/03229 



b. Xa<ST-&5ft&&©&JS: 

XiK(Org.Syn.. 51. 139(1971)) lei&O&TO&Slc^ 5 7 7 
x;-;^?M^tS:<!:^^4 0 a. T'£$^£*£7->^7x 

2 0 0-3 0 0°C) t^CilcfcO^igft^^L/cS-T 1 ;- 
^#TT*4!iit £ d t tc J: t) JtCt 57Wt7x;- ;UEt*ft£f| £ 0 
N-vJ>W^7; K) ^ 7j<itft^MJ7A_£t>lc&g80~150 D C 
T7 > Jl** 7 * y - ;Mf$*#£fl:ffl ^^ Tn @ ft _ t £ tt£$l££!ii£t 5 C £ 




c X#CH~T?*<5fc££|(D_rfife: 

XA>CH 2 T*>SS; (I) T*3*l5fl;&«&tt^ * h 5 -(R. Cutler) 6CJ.AB. 
Chem.Soc.Jl_. 3375 0949) Kl5«©;S&£*iJffl LTfiitt -5 d t i)<H% £ 0 z 

<o^mx-\u m^zmwm wzm, h;ux» ^ 4-7-0*7*^7 
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* Y- V *))i,<oj> Y 'J -> Attic 4 -^do + ; >> >ii^/;li4-^oD+t 
KMEfflU (lUfck mifttt*&tt) fc*J*LTl~2 0l#rai« 

'$£ 0 ^x-f U O.K. Sti lie)?,® J. Org. Chen., 48. 4634(1983) fcfiBffc© 

iS^^M (0lJ*.tf N rK7tKo77>) 4\ 4- (4-7'd€ 

o^io +y y >sfs»f*tfctt»+^yj >st$tticftLT7;u*;i>y f-*A 

fcft/SSHK £rtT?W»y**Affc£&£^3.-iK ttffcMJ7;l/*;UxX£8s 
t*X (h'j7i-;^X7-f >) /^v^A (II) K) 




3 5£ CI) *K (V) [£ (V) ft, BttOTffe»K j ttlT&frfr 
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N, N-?y?^*;UA7 5 K) <k £g WR-tf, *j&ft*M* 
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X*<CH 2 T*5S (I) T^$tL*^«Bl^ * h7-(R.Cutler)b©J.Am. 
Chen. Soc. 3375 (1949) I wgett©^rft C <fc T^itt * C <L # § 5 0 C <D 

m%ti^®,fej& win* h;i/x» cj3 N 7^ys*< (pris; "<> 

v^gttifT') WmZfttzT i ;7i-;b7t hx h U JUICES tK^ 

S««£!^ Stti^^ (K^Ji, 35KK£bS<&?*> 1-2 O^fis 

iS^L^ 4- (7;^<>^1/) >0§3|ft£fctt: 4 - (7 
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4 3 (I) 4\ Qri<a (V) K (V) ft, j fcJ:tfkrt<£ feKlT&Sl 
a. B Sfb&fcO&fiJc: 

tiLi H H 

BO J ANCO A 2 ° R I " " 

R, Ww 2 *V>*w 
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[jfrk a. r 1n r 2 , vus£tfRim)&(D%.m£nm?-&*), xi*ck s 

b. B*<S-e*5ib^©^fi6 : 




c . B #N C N T'£> 5 4b&4£l© £fifc : 

B^NCNT-fcSft&'feli. fe> (H. J.Petersen) bOJ. Med. Chem. , 21. 

773 (1978) lc|2tt©£fcfc «fc o TSlig* * C i^Ti S 0 

mgummm wx.\*. mw + ^yw) ±isa. -e 

b';U7i» ©#£T S '>7x; K*flUfl**SC£fc*oTt>8HiTSS 0 
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Wmn (fl*tf N I5l»&4> BCFtk^ ttfi:^ 

ztuhommmt, mm^nr^mmk mm, m&m, mmk 

S-b;l/D-^te«»f3&<;|(|»jtLTIix t^?^ T^vHN- h U * 

fcl*.^ 7st7 ] ) 7% i/<5A^ # 'J xf - U > / ij □ - ;K btt 

M*0i*&\zto\;TX2&Miiti&ii<* 1-10 Omg/kg &m N L 

< l*l~5 Omg/kg #*0|BB-C**K Cft£l B l@*fcl««SlK:£#Ttfc4. 
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m m m 

H»J1 (###D 

OTd°d02, 6-$>fc Ko*W-7*U> (96 lmg) £N, N-SMfJb 
*;UA7 5 K (10 0ml) K&jMfcgL ltt»*y«>A (1. 2 4 4 g) £fln 
^.ISl:tiflilfc 0 3 0£&^yf\rt/B8K (l. 14ml) ^o<t)lTL 

-*hy77 4-\z.**)m2LU SJB©fl:£4&*3'0'7mgs JR*2 9%T»fe 0 
* H-NMR (CDC 1 3 . 9 0MHz) : <5 3. 8 9 (s, 3 H) , 

7. 00-7. 18 (m, 4H), 7. 53-7. 70 (m. 2H) 
MfcMffffl (FD-MS. m/z) :174 (M + ) 

H«J2 

6, 7-->V Y*i/-4- (6-y Hr$/-2--J-7?-Jl/:j-*'» t;'J> 
(12) 

4-?oo-6, 7-i?y h*WJ> (7 5mg) <tH»J 1 T'&rt: 6 - 
* F*i/-2-t7h-A (17 4mg) £M£U 1 8 0W3 05MWWL 
Ri6fi^«l^+f->/7-feh> (2/1) ■cBHt*3Mr>y*Y;l>* 
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D7^77^ -iz&vmmi, mmwtsmzi im g> $$5 9%ti#/c 0 

1 H-NMR (CDClg, 90 MHz) : 6 3. 96 (s, 3H), 4. 0 

7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d. J=5. 71Hz, 1 

H) , 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m. 5H), 8. 

5 0 (b r, 1 H) 

Stfcftflrfl (FD-MS, m/z) : 3 6 1 (M + ) 

6, 7 h*«>-4- (2- + 7?)l**-v) (10) 
4-?od-6, 7-^^ h + v+y U> (4 5mg) £ ffilRS© £ - * 7 h 
(14 4mg) *8£U .1 8 0W2B*|ffl«#Lfc8U 2 <»: |h|&<D 

JtftfcJ^TfllljU lcje©{b£^£4 5mg N P6 8K"e»fc 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 6 A. 0 5 (s. 3H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz. 1 H) , 7. 27-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m. 3 H) , 8. 5 0 (b r. 1 H) 

K*#*rffi (FD-MS, m/z) :33 1 (M + ) 

6, 7-^hti/-4- (7-y h*i/-2-j-7*)l**i/') * J U > 
(1 3) 

4-* no- 6. 7-v^ h + ->+y U> (8 9mg) £rfjRiS©7 
*>-2 -^-7 (2 C Sing) *g£U 1 8 0^*3 0 ^SSSttf L 
*»«!2t^ttoiift^«k-3Tffi«U ^&©{b£»5 9ing, jR^4 1%T 

X H-NMR (CDC 1 q , 9 0MHz) : 53. 92 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 7 (s, 3H) , 6. 5 4 (d, J =5. 4 9Hz, 1 
H) . 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5H) , 8. 
49 (d, J=5. 49, 1H) 
»#*rte (FD-MS, m/z) : 3 6 1 (M + ) 

5 -> -j-y h-;u 

£$fc«fctfm3¥l£ 0 »K$2 8%o 

1 H-NMR (CDClg, 90MHz) :<54. 0 0 (s. 3H), 6. 7 
9-6. 89 (m, 2H). 7. 30-7. 48 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 

M#0rtt (FD-MS, m/z) : 1 7 4 (M + ) 

6, 7-xV h^y-4- (5 -jt 1 -t7f;l/tt-» *J U > 

(1 1) 

4-? an- 6, 7-?> h*->*y U> (85mg) <h^»J5Tli/c5 - 
t h*->- 1-^-7 (6 7mg) £g&U 1 8 0t*2 oaHJf#Lfc, 
»> ^*8S«2iH«©*^J:oTllSl!U M©fb^»* 1 9m g N J{££1 4 

1 H-NMR (CDC1 3 , 90MHz) :<54. 04 (s, 3H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m. 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 4 3 (b r s. 1 H) 
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M#*HI(FD-MS. m/z) :361 (NfT) 

6, 7-v>V h*->-4- (4-^>K'J>>M-*-» 'J> (1 7) 
4-^oo-6, 7-SM h + U > (11 2mg) irfJSSS© 4 - t K 
o*W>K-;U (2 0 0mg) £8£U 1 8 0°C«£3 Oaifflii^Lfce 

«E*^nnsh;UA/ft»xf-;l/ (3/1) TSga^SSfSS/ 'J o -? h ^ 

57^-CJ;5fiMIU «S©ik^tt*5 1mg^ iR^3 2%Ti#fc 0 

1 H-NMR (CDC1 3 , 9 0MHz) : 53. 95 (s, 3 H) , 3. 9 
6 (s, 3H) , 6. 0 8-6. 1 3 (m, 1 H) , 6. 35 (d, J = 5. 2 
8 Hz, 1H) , 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 -Cm, 
5H). 7. 62 (s, 1H), 8. 40 (d. J = 5. 05Hz, 1 H) 

RM&tm (FD-MS, m/z) : 3 2 0 (M + ) 

nmms 

6, 7-v?y b*v-4- (3, 4--/> h^->7xy»-» t;'J> (8) 
4-*do-6, 7-Wh + ^yj> (9 0mg) tr^WiShO 3, 4 - 
y h*'>7x/-;b (18 7mg) *fi£U 1 8 0W3 OaHilfclfcgU 

L-. 2 6 »n g , 153? 1 9 %7:%-h. 

X H-NMR (CDC 1 3 . 5 0 0MHz) .6 3. 8 7 (s. 3H) , 
3. 9 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s, 3H) . 6. 4 
5 (d, J =4. 9 Hz, 1H) , 6. 7 5 (dd, J = 2. 4 Hz, 9. 2H 
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z, 1H). 6. 75 (d, J=2. 4Hz, 1 H) . 6. 93 (d, J = 

9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 

(d, J = 4. 9Hz, 1H) 

ffSatfflU (FD-MS, m/z) : 3 4 1 (M + ) 

fUfi0J9 

6, 7-v^ h*->-4- 4V 'J > (1 5) 

4-?do-6. 7->>V h + ->4y 'J > (9 Omg) irfrHKS© 6 - 1 Kn 
U > (17 6mg) fcfcfflU S6ife^J8i|5|«©iftf^CSJe:*i«taf||tt 
*5Cil;:«kD8B0ft£«!£6 2mg N JR*4 6%T»fc 0 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 4. 05 (s, 3 H) , 
4. 06 (s, 3H). 6. 56 (d, J=5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H), 8. 13 (d, J = 8. 5Hz, 1 H) , 8. 22 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9H z, 1 H) , 8. 9 4 
(d, J = 4. 3Hz, 1H) 

MfeMfffi(FD-MS, m/z) :3 3 2 (M + ) 

mmmi o 

6, 7-^h^->-4 - (3-7^a7x;4-» *J 'J > (4) 

4-^ on- 6. 7-i^ h*S/*y 'J > (1 0 Omg) imKSO 3 -7)1 
to7x;-^(0. 2 0ml) £&&U 180t*30»IBI!»fLfco RJS 



WO 97/1 7329 PCT/JP96/03229 

4 8 

*H-NMR (CDC 1 3 , 500MHz) : 5 4. 04 (s, 3H), 
4. 06 (s. 3H), 6. 56 (d, J=4. 9Hz, 1 H) , 6. 93 (d, 
J = 9. 2Hz, 1H), 6. 9 5-7. 0 5 (m. 2H), 7. 39-7. 4 
.5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 
M£$fl& (FD-MS, m/z) :2 9 9 (M + ) 



mmmi 1 

6, 7-^y 4- (3-b Kp*'>7W*-» *y U > (5) 

4-^dd-6, 7-v>V h*i/*>"J> (3 0 0mg) t^^aOU^Jli^ 
>t;7tf-K0. 8 3 5ml) £g&U 1 8 0W3 0£fflat#Lfc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 01 (s, 3H) , 
4. 0 2 Cs. 3H) , 6. 4 8 (t, J =2. 4 Hz, 1 H) , 6. 5 9 (d. 
J=5. 5Hz. 1H), 6. 77 (d d. J=2. 4Hz, 7. 3 Hz. 1 H) 
, 6. 8 2 (dd, J =2. 4 Hz. 8. 6 Hz, 1H), 7. 3 3 (t, J = 
7. 9Hz, 1H), 7. 39 (s, 1 H) , 7. 47 (s, 1H), 8. 40 

( -J T C P TT - 1 HI N 

MfeWrtt (FD-MS. m/z) :29 7 (M + ) 
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nrnmi 2 

4-^dd-6, (i. oog) £ miss© 4-7*0 

^7xy-;b (1 1 5mg) £*g£U 1 8 0°C*4 0^1$ #l/c 0 

7 4 -iiJ;t)»||!U &B<D<t&to*l. 2 0 g, JR3*7 6%r*ffco 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 0 4 (s. 3 H) . 
4. 05 (s, 3H), 6. 48 (d, J = 4. 9Hz, 1 H) , 7. 08 (d, 
J =8. 5 Hz, 2H), 7. 4 3 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 58 (d, J = 8. 5Hz, 2H), 8. 51 (d, J = 4. 9Hz, 1 H)' 
(FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

mmmi 3 

6, 7-y>ht->-4- (2-yh^7*yt^) 4-7 'J ^ (1) 
4-?no-6, 7->M h + '>+yj> (l 02mg) £ rtJIRfi© 2 - ^ h 
+ >>7i;-;K0. 5ml)£«£U 1 5 0 W 8 tflBHW* L fc e 5J6«^ 

"MM* y 7 A * n v h /5 7 <r - «k ffSS! U 
7 6mg N JR*S5 4KT»fc 0 
1 H-NMR (CDCU. 90MHz) .-5 3. 78 (s, 3H), 4. 0 
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5 (s. 3H), 4. 05 (s, 3H), 6. 31 (d, J = 5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H), 7. 42 (s. 1 H) , 7. 63 (s, 1 H) , 
8. 4 5 (d, J = 5. 3Hz, 1H) 
KM£Vm (FAB-MS. m/z) :312(M + +1) 

m&w 1 4 

6, 7->'n^-4- (3-/F4^7x7^-» > (2) 

4-^dd-6, 7-^^ h + ^+y 'J> (1 0 3mg) £ ffilfoS,® 3 - y h 
*i/7*V-;U (15 8mg) £fi&U 16 0W9«SLfc o &JC££ 
^Saft^KTKS^-h'J^ATK^T'WL^ *£ft$i^T#iiU ft 

1 H-NMR (CDClg, 90MHz) : 6 3. 8 2 (s, 3 H) , 4. 0 
4 (s, 3H) . 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 H z, 1 H) 
, 6. 7-6. 9 (m. 3H) , 7. 3 5 (t. J = 7. 0Hz, 1 H) . 7. 
43 (s, 1H). 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

JM£*?*(FD-MS. m/z) : 3 1 1 (M + ) 

6, 7- >V h- *- - 4 - (4-,^ h4^?zy*^) *-y '/> (3) 
4-*dd-6, 7-^y h*i/*J V> (1 0 3mg) irUiSSO 4 h 
+ >>7i;-;l^ (2 8 6mg) *«£U 1 5 0r#6B*W»#L;fco £JSft£ 
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&£2. 2 1 g. JR^8 8%T'Hfco 

*H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s. 3H). 6. 41 (d. J = 5. 3Hz, 1 H) 
. 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s. 1 H) , 8.-4 6 (d. J = 5. 
3Hz, 1H) 

M£0fH (FAB-MS, m/z) : 3 1 2 (M + +l) 
H»J16 

6, 7->?y h^>>-4- (5-^y *y 'J > (l 4) 

4-?od-6, 7-vM h + ^y »J> (50mg) i$ESo 5 - t Kd 
+ »J> (5 Omg) *«^U 1 7 0 W1 0£HHI#Lfc. KJfiRM 

±LT$fcK«*^*tf>/#»xf-;l, (1/1) -eSM^. Mlc*nn*^A 
/*9J-)\, (5 0/1) TgKjt5»S'>y*^l/^Dvh^77-f-jc«kt) 
tt»!U 8H©fb£4&*4 7mg^ JR$6 4%T-^ 0 

1 H-NMR (CDClg. 90MHz) :54. 06 (s, 3H), 4. 0 
7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 
3H) , 7. 6 8 (s, 1H) , 7. 7-8. 4 (m, 3H) , 8. 4 6 (d, 
J-5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz, 
1H) 
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JMbftJNI (FD-MS, m/z) : 3 3 2 (M + ) 

&mmi 7 

6, 1-Vt h*v-4- (1 - + 7i-Jl**i/) *J U > (9) 
4-^dd-6, Y*ci'*J 'J > (9 7mg) £ rpflRffi© 1 - * 7 h 

(3 4 Omg) £fi£U 1 5 0TC*8WLfc o KJ5fi#te*tS?Difc 

tzBM^^y/mi^^ (3/1) -eSMftx ^dua/^;-;i 
(1 0 0/1) TM&§-r-5->y#Wrt5A?o-7 -li-J:(jffl|t!!U 
Mfc^+-9->/#ifcxf-;b (1/1) -eSBatS?¥ji->y*y^^D"7 h?77 

4 - fc: «k o TS^mSSJt 5 C t T\ £ffi©ft£tt£ 5 7 m g , 4 0 
X H-NMR (CDC 1 3 , 9 0MHz) : 54. 05 (s, 3H) , 4. 0 

5 (s, 3H) , 6. 32 (d, J = 5. 3Hz, 1 H) . 7. 2-7. 6 (m, 
5H) , 7. 7 4 (s, 1H) , 7. 8-8. 0 (m, 3 H) , 8. 3 5 (d, 

J = 5. 3 Hz, 1H) 

(FD -MS, m/z) : 3 3 1 (M + ) 

$omi 8 

6, 7-^y h*->-4- (5 — T > KU^^-^>) *J U > (1 6) 
4-?nu-6. 7-2/ h + iz+yj > (1. 0 g) <tmiR n D u© 5 - t Kd 

1 ^ i ^ i v x . xv>s/ c uca j. \j \j -i - j. . \j -vi IHUA.J r w «»-o txv^u' 
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1 H-NMR (CDC l 3 , 9 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H) . 6. 4 2 (d, J =5. 3 Hz. 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m. 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J = 5. 3Hz, 1H) , 8. 55 (b r, 1H) 
M#*fffi(FD-MS, m/z) :3 2 0 (M + ) 

£Jfcfcl 1 9 

6, 7-vy h^>>-4 - ( 3 -y ^>> 7jl ^;t/^^-) *y ij > (in) 
4-^dd-6, 7-5^ y> (50mg) irfflRfiS© 3 - ^ 

v"<>-t?>^*-,l, (7 7m g ) 18 0t+3 0Wj|JfLfc o 

«18iHiOl|ft|:i,T|Bl|U ««0<b^**72mg, JR$10 0%t 

1 H-NMR (CDC1 3 , 90MHz) : 5 3.. 79 (s. 3 H) , 4. 0 
1 (s, 3H) , 4. 0 3 (s, 3H) , 6. 8 4 (d, J = 4. 8 Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
M£0rflt (FD-MS. m/z) :3 2 7 (M + ) 

H&0J2 0 

6. l-'J i Y*is-4- h4>7x-W) > (118) 

4-*.dd-6. 7-v>V h + >J> (50mg) <tm®in n a®4-y 
*>^>*>^-^ (63mg) *fi*U 15 0r+5^HI»Lfco H«J 

Saft&^l* 8 0mg,©10 0%T-*#fc o 
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H — NMR (CDC1 g, 9 0MHz) : 63. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H) , 4. 0 5 (s, 3H) , 6. 6 0 (d, J =4. 8 Hz, 1 H) 
, 7. 1 5 (d, J =8. 7 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 3 9 

(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

l£t##Hi (FD-MS. m/z) :3 2 7 (M + ) 

rfji a D p04-yDt7iy-;L' (17. 3g) £N, N-yyf;l/twl/A7; 
K (9 0ml) izmmitzVk. *ftT*m<t+ h H 0 A (2. 6 4 g) £tiQiLtz 0 
W&TKT-%tm&'&, (8. 35ml) £2jn;U 

«B«rl8. 2 5g^ W8 4» 0 

1 H-NMR (CDC 1 3> 9 0MHz) : <5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

Sfi^ii (FD-MS, m/z) : 2 1 6 (.VT) , 218(M + + 2) 

4- h 'J -n-:7> 1-y h*i/S1-)l<7x;-Jl 
HWJ2 lT^4-^o*- l-> h + ^f-^i;-^ (15. 99 g) 
£&7kf-h7t Kn75> (2 0ml.) K&8¥U 7^>3SPffi^TmBRS,©"7 
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^*->$At&3- (1. 9 7g) 'XDD*> HK3«>*©jjR*f- t KD7 7>* 

^<Mzg(^^^T\ fh7t Kd75> (1 0ml) lc*«L^miRo a n 0 
Mh'J-n-7f;l/7X (2 3. 9 9 g) *t*o < !) ifcTLfco 1£$4I$ 

1 H-NMR (CDC1 3 , 90MHz) : 5 0. 8 0-1. 6 5 (m. 2 7 
H) , 3. 48 (s, 3H) . 5. 17 (s, 2H) , 6. 91-7. 42 (m, 
4H) 

tt&Vm (FD-MS, m/z) :4 2 8 (M + +l) 

4-hFn^^7x-;b 4 - h 'J 7^d./ f^7x-;b »h> 
£!6W 22Tlfc4-F'J-n-rf/bf>-i->h*i/y^;| /7i ;_ ;1/ 
(1 . 2 8 2 g) £rfJfl£,£<D 4 - ( h U 7 Jit o y f-;iO K> a >J K 

(6 2 6mg) «r^a D m (5ml) fcfcJBU mSRSOf^ (Hj7xx 
;U*X7-f » /^v^A (II) *o>j K (8mg) £AtU 5*IHttL*: a 
RlSfi^tt«:*£x— f^T^ffi^ i—f^«*ISfP7y'fk* >J 7A7R&&T- 

*»^*->7A-C|Oll,fco WETM0Kff£tti:ff&n^ftfl| (l. 028 
g) *fh5tKD77>.(2ml) * (5ml) £6N£&7ki§ 

* (1 2m 1 ) £JD;IT4. 5l»IIIHIttL^ KJCaM^ttftitn:^ h 'J 7 A 
**»£x-x;ur£fiU x-x;ui*^fflffl|T/***ATlfc*fc s 
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MtftfrM (FD-MS, m/z) : 2 6 6 (M + ) 
H»J 2 4 

(4 - h Vyjltv^^Jlyji-Jl) {4- [ (6, 7-^^ h^v/-4-4- 
y 'J;l/) y ?y > (2 9) 

4-^dd-6, 7-^y h + ->+y »j> (8 lmg) iHWJ2 3T8fc4 
-tFD + >>7i^;l/ 4-F'J7;l/tD>f;l7i^;b 7"h> (28 8mg) 

(2/1) T?g§g-r5?fB->>;*y;^n-7h^5-7-f-^«kt)f|J!!U 
ft^9 8mg % JR^6 0%1?m^o 

^ H — NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 4. 
06 (s, 3H), 6. 68 (d, 1 = 4. 9Hz, 1 H) . 7. 29 (d, J 
= 8. 5 H z, 2H) , 7. 4 6 (s. 1 H) , 7. 4 7 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 9Hz, 1 H) 

M£#rlt (FD-MS, m/z) :4 5 3 (M + ) 

H»J2 5 (#%#]) 

4-b Fd^'>7x-;1 4 -y ^;b7x— ;U »h> 
^WJ2 2Tllfe4-h'J-n-7'^^>-l-y ^u? *y 

(1. 2 6 2 g) tnSwimivjA — VivA^ivy w '•) J* (4 G 4 m g ) ^yuu^ 
(5ml) lc?£A?U miESofx (h'j7x^X7-f» ^-^A 
(II) ^dij K (8mg) £AtU 8«fBBffiKLfce £Jftl£#l£ft»J 2 3 £ 
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Lfco «ET«»»£»»fcgSi6 (9 6 7mg) 4fh7tKn77> (0. 5 
ml) lc®ft?£-tK tK (4ml) £ 6 UWBMti&m (1 0ml) £fln*.T 7B*F H 1 
&Mltz 0 RJtaR£«8£fltt50|2 3<tl^fi0£i£T&gU aHO-fk^«5*2 7 
lmgs «W3 4%Tlifc 0 
M##ril (FD-MS, m/z) :2 12 (M + ) 

H»J2 6 

(4- [(6. 7-^ht->-4-t;'J;b)^^3 7x-^} (4-> 
f^7x-;i/) y > (3 0) 

4-* no- 6, h*i/*JV> (89mg) £ 2 5 Til fc 4 

-kKn + 5/7x-/l/ 4-yf-^7*-;l/ >r h > (2 4 8 m g) £fi£U 

1 8 o w i o aims* t n«j 2 4 £ e«® aa-onitt*- s c t k * e> , 

18mg N JR*7 4Jn?»fco 
* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 5 (s, 3H) , 4. 
0 3 (s, 3H) , 4. 0 6 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1 
H), 7. 27 (d, J=8. 6Hz, 2H), 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9 Hz, 2H) , 7. 9 1 (d, J =8. 5Hz, 2 H) , 8. 5 7 (d, J = 
4. 9Hz, 1H) 
M##Hi (FD-MS, m/z) :3 9 9 (M + ) 

H&0J2 7 (*%«) 

£»J2 2TH7:4- h 'J -n-7f-;l^>- 1 -y h + ^yWx;-^ 
(1. 28 2 g) £miSD D n©3-^PD<>vV^^nU K (5 2 5m g) %t 
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oo*;l/A (5ml) lz®Ml, TfJH£ D n n © (h'j7x-;^X7^» /n°5 
^-7 A (II) *n'J K (8mg) £Atl> 7W«L/: 0 £&Zl£#j£||»J 

^&mitz 0 mRTm%4k&mmm a. 9 1 a g) -* d. 5 

6 3g) *ffi*5 N fh7tFD77> (1ml) l:&ft?£-ti\ tK (7m 1) £6 
N£K*Jgtt (1 7ml) *Jn^.T8^iBaLfco St&S^fe^JtW 2 3 i 
EflSO^ftTfcHiU SS0^«B*3 1 3m g, iR$2 2%T&1z 0 
nm$Vrm (FD-MS, m/z) :2 3 2 (M + ) 

HWJ28 

(3-^pp7x-;U) {4- [(6, 7-^V 4 ;b) *4- 

i/] 7x-;M y $ j > (3 1) 

4-? an- 6, 7-^ V*i/*J D > (8 9 m g) iHJfe^J2 7 Ti#£ 3 
-?OD7i^;U 4-t Kn*j/7x-;l/ yh> (2 7 9mg) *fi^U 

180^*20 &mmw Liz 0 mmm 2 a t mmtt-vrnt * c £ & «t & , 

1 H-NMR (CDC1 3 , 500 MHz) : 6 A. 05 (s, 3H), 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1 H) , 7. 31 (d. J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d. J=8. 5Hz, 2H), 8. 12 (s. 1 H) , 7. 3 7-8. 03 
(m, 4H) 

n&ttVrm (Fd-mS, m/z) : 4 i 9 (m + ) 
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4 - t -7>;U7x-;U 4-> h^/7x^ »h> 
rfrB£«F D ©x h o / ? > (5m 1) 4\ mBSo^T-V-;!/ (5 4 lmg) irfr 
W.&<D4-t-y?)lK>y*4Jl?Di) K (9 8 3mg) <trfJfi£ D D n 0X77 > ^ 
A(iii)hij7;^o^^>7 > ;l,^^-h (4 9 2mg) £flo;U 6 0°CKT2 

*8 62mg, iK^64%TH^o 
M#fffll (FD-MS, m/z) :2 6 8 (M + ) 

^»J3 0 (#%#!) 
4 - t --7>;b7x^;l/ 4 -b yh> 

9T-^7t4- t -7>^7x^;U 4 h + f/7x-;U y h > 
(8 6 2mg) £N, N-^f-;M^A7S K (3 5ml) K7§j#U * h »J 
^*>K (5 6 2mg) £JQ;U T^^^ffi^TSBflkljgjjlEL^o 

7 9 4mg. iR$9 7^fc, 

* H-NMR (CDClg, 5 0 0MHz) .61. 36 (s, 9H), 
6. 9 2 (d, J =8. 5H 2 , 2H) . 7. 4 9 (d, J =8. 6 Hz, 2 H) 
. 7. 72 (d. J = 7. 9Hz. 2H), 7. 79 (d. J=8. 5Hz, 2 
H) 

ftifcfttfHI (FD-MS, m/z) :2 5 4 (M + ) 
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H»J3 1 

(4- t -7*f-;U7x-=JlQ {4- [(6, 7-^ ^M-tyj^) 

7x-;l} y > (3 2) 
4-*on-6, 7-vV h*x*V'J> (341mg) <hH«J3 0 
4 - t -7*^1/7 jl-jI 4- t Kd4-->7x— ;U ^ h > (7 7 5m g) £jg 

£u 1 5 owi 5%rm.ftuz 0 ^*?>/7* h>-?mmt6i'V*?ji 

tiyJ+twbyyyj ^ji<Z>fb&$l£7 2mg, JR^l 1% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 1. 38 (s, 9 H) , 4. 
04 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H) , 7. 5 2 (d, J =8. 5 Hz, 2H) , 7. 7 8 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

(FAB-MS. m/z) :4 4 2 (M + +l) 

HJI0J3 2 

4-ti7x~;l/ 4-^^7x-;l/ frh> 

rfJBg,S©~hoy^> (5 0ml) $ N OTSOT- V-;b (3. 2 4 4 g) 
£ rfclSna© 4 — 7 x — Jl/-^ > yV JL- £ O 'J K (6. 5 0 0 g) irfrB&SCD-r »;f 

Jl/b^A (III ) hU7;M-ny *>tji>**- h (1. 861g)£Jra>U 

6 OV.JIT 2 4 teBSitfeji !_• ft- J? >*on*JU 7?^S»-. ?DD 

*^AJi*^«E«v^^«>AT^L«flET^SiLrilfcM (9. 8 
4 2g) ©— (1. 0 0g) £K*K ^*^>/7-fe h>TJg§i'9 u -5'> , J*y 
;U*^A^d-7 h^'57-f -CitjflUlU ^®©{t^^3 0 Omg x JR$3 
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4%T~mtz 0 

X H-NMR (CDC. 1 g, 5 0 0MHz) : 6 3. 9 0 (s, 3H) , 6. 
98 (d, J =8. 5Hz, 2H). 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t. J=7. 3Hz, 2H), 7. 65 (d, J = 7. 3Hz, 2 H) 
. 7. 76 (d, J=8. 6Hz, 2H) , 7. 85 (d. J=8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2H z, 2H) 
R«#3rffi (FD-MS, m/z) : 2 8 8 (M + ) 

^«J3 3 (##0J) 

4-E'7x_;U 4-bKo^->7x^ »h> 

*SS0J3 2T#/:4-t'7xr;b 4-y^->7i-;b ^h>(2 6 7m 
g) £N, N-v?yfW;U7$ K (2 0ml) IzfefgU * h 'J * A y 
H + ^K (16 2mg) fcfln*., 7Jl,J>%m%TStis®MmUz 0 
£1 OK 'J >|fck*«[i»i|xf-^T^lLx ft»xf-;Wl£0. 5 NffilfcflS* 

tZZtK&t), m&<D4k&V!i£2 0 7mg, 2%T*§/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 6. 91 (d, J =8. 5H 
z. 2H), 7. 43 (t, J = 7. 3Hz, 1 H) . 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J = 8. 5Hz. 2H), 7. 7 
5 (d, J = 7. 9 Hz, 2 H) 7. 7 7 (d, J = 7. 9 Hz, 2H) , 7. 
83 (d, J = 7. 9Hz, 2H) 
SCS##fli (FD-MS, m/z) :2 7 4 (M + ) 
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{4- [(6, Y*v- 4-*J V)V) 7*-M U-fcT 

7x-;lQ **? (3 3) 

4-*oo-6, 7-v>V «J> (65mg) £HSfe0J3 3?1fjt4 

-h'7x-;U 4-t Kd+->7x-;U h > (7 9m g) £fi£U 1 8 0 

•c*3o^iBHtj$Lfc« w.mu&m*?u**)iL./m&±*)i a o/d ?• 

®§S 1 5 »S •> U * W ^ o ^ h ^7 7 - «k 0 US!! L N Sji©tt£$i£ 5 0 

* H -NMR (CDC1 3 , 9 0MHz) : 6 4. 11 (s, 3 H) , 4. 1 

4 (s, 3H) , 6. 7 4 (d. J=5. 3Hz. 1H) , 7. 3 0-8. 0 9 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
nmftVrm CFAB-MS, m/z) :4 6 2 (M + ) 

^fe0J3 5 (&%W) 

miSSO-hoy ^> (10ml) ffJ|RS l 07-V-;b (1. 0 8 1 g) 
imiS B a D ©2-^7 h>f ;U^d 'J K (1. 9 06 g) trfrBRS©^ <y x;l>t*9 A 

(III) hU7;M-oy*>;uM-,*- I* (6 2 0mg) £flD>U 6 O'CHTS 
B5IHHJIH* I tz 0 Rl6a^tt**i ?dd *;UA?#ffiSL * n n *;L>AJI£fc7K 

^TBHt S U * 5 A ^ o h /5 7 7 -f - J: t) «t! U ^JS0<ffc£ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 8 9 (s, 3 H) , 6. 
98 (d, J-9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, l H) , 
7. 5 8' (t. J = 9. 2 Hz, 1H) . 7. 8 6-7. 9 3 (m. 6 H) , 8. 



WO 97/1 7329 PCT/JP96/03229 

63 

21 (s, 1H) 
SM&Vrm CFD-MS, m/z) :2 62 (M + ) 

A-t Ko^y7x-;l/ 2-^-7^;b »h> 

Si«3 5Tifc4-^*y7xz;l/ 2 -^7f-^ ^rh> (7 3 5mg) 
*N. N-yyf;^7; K (20ml) fc»«?U ^ MJ -7 h* 
•>K (491mg) £Jd;U 7;H3*>^fflmT5^il^L^:o EJEg£tt*0| 
»J3 3i|5l<i0^(c^oTMSt^C<!:{c«ht)s SS®ft&^£5 9 5mg, 
W8 6%-e^Tto 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t. J = 7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) , 7. 78-7. 80 

(m. 1H) , 8. 0 2-8. 10 (m, 3 H) , 8. 2 5 (s, 1 H) 

MKMfftt (FD-MS, m/z) :24 8 (M + ) 

^&fe0J3 7 

{4- [(6. 7-V/h*rv-A-*Ji)>l) ?x-;M fp— J- . 

y^y> (3 4) 

4-*dd-6. 7->M h+**yu> (112mg) iH»J3 6Tli/r 
4-tKD + y7x-;b 2-*7*;l, yh>(12 4mg) i 8 
01C+3 0M*»Lfc 5 ££S^£l^$i»7kS* K »J * Aj-fdgtt* ❖ d n 

«4«»t»nfcK«E (2 2 7mg) ©-gj$ (5 0mg) ?qd^a/ 
M*x^;u (5/i) T-M^t5aHS/>J*y;b^D-eh^7 7^-(c«l:t)imS! 
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U mmoit&tinZl lmg, iR$2 3%Tl#/c 0 

* H-NMR (CDClg, 90MHz) :<54. 05. (s, 3H), 4. 0 
7 (s. 3H) , 6. 7 0 (d, J = 5. 3 Hz, 1 H) , 7. 3 5 (s, 1 H) 
, 7. 48-7. 90 (m. 5H) , 7. 96-8. 05 (m. 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz, 1 H) 

HMfttirM (FAB -MS, m/z) :4 3 6 (M + + 1) 

HWJ3 8 (#%0>J) 

rfJHSaO-hD^ ^> (10ml) tk mflgfpOT-V-^ (1. 0 8 1 g) 
£H?B£d d d® 2 — fy-f;U^D«J K (1. 4 6 6 g) tmiSiS©^ y tT-7 A 
(III) HJ7;M-D;**>*;u**-h (6 2 0mg) ^ 6 0^)^x8 

tK *»Z><b£ttl*9 6 5mg> KE$4 4%T-%iz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 89 (s, 3H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J = 3. 7Hz, 1H), 7. 68 (d, J=4. 
9 Hz, 1H), 7. 90 (d. J = 8. 6Hz, 2 H) 

M##rte(FD-MS, m/z) :218 (M + ) 

hm^j3 9 mnm) 

£«J3 8-C^4-y h + ^7x-;b 2-^x-;b yh>(8 0 4mg) 
£N, N-S?>f-;b*;UA7 5 K (3 0ml) fcfcjgU ± M * }>* 
->K (6 4 5mg) ^rJn^ 7;U=f>£BftT5B*IM*lfc« SJCSM^H 
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*5^D?h/77^- ?*t W 5 C £ f c J: & , »£D<bM« 7 0 2 m g , 
4W&9 3KT*$fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (b r s, 1 H) 
6. 93 (d, J = 8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1H), 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 

K»##rM (FD-MS. m/z) :2 04 (M + ) 

$mM 4 0 

(4- [(6, h^->-4-4^;'J^) t^y] 7x,;l.) (2-f- 

j > (3 6) 

4-*oo-6, 7-v>y h »J> (1 1 2mg) t%W*iZ 9T-mtz 
4-tKa+-/7i-;l/ 2-5 L x^;b ^rh> (102mg) ^ u 16 

0^*4 o^Hn^Lfco Ejs&&®zmmm2 a tmm®*m-&tm+zz.t 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 4. 0 4 (s, 3 H) . 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J =3. 7 Hz, 4. 9 Hz, 1 H) , 7. 2 9 (d, J = 8. 5 Hz, 2H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J = 3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J=8. 6H 
z. 2H) , 8. 58 (d, J = 5. 5Hz, 1 H) 
tt&Vm. (FAB-MS, m/z) :3 92 (M + +l) 
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2SJ6W4 1 

(4-? pp7x-;1) {4- [ (6, 7-yy h4->-4 -47 'J;b) ^4 
->] 7x_;M y > (3 7) 

4-^oo-6, 7-^y h + ^4-y 'J> (1 1 2mg) £ rfTBSnaO 4 — ^ □ 
o7x-;l/ 4-tFD+>>7x^l/ (3 4 9mg) £g£U 1 80 

°C#2 0#M#Lfc o (5/1) TJg 

§8t£5iM'> 'J D7 h ^5 7 4 -ii «k D mm U SE©fl:&«a£ 2 6m 

^ H-NMR (CDC 1 3> 9 0MHz) : 6 4. 0 3 (s, 3 H) . 4. 0 
7 (s, 3H) , 6. 6 6 (d, J = 5. 3Hz, 1 H) . 7. 19-7. 3 4 
(m, 2H), 7. 44-7. 5 6 (m, 4H), 7. 71-7. 9 9 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 
M£«Ht(FD-MS, m/z) :419 (M + ) 

I»J4 2 

(4-7Md7x-^) {4- [(6, ht^-4^;'J;b) t 

7x_;U} y ?y > (3 8) 

4-2nn-6. 7-v>V h*->*y «J> (1 1 2mg) imjRS©4-7;b 

^•P7x-;U 4-tKD^->7x-;l/ >r h > (3 2 4mg) &g£U 1 7 

0W2 0aW8B*Lfc o KJC»6«l*imi« 4 1 il^<l©^i4-ei(fS!{t<6Ci 

K«fc0> SfiOft^«9*l 1 4mg. JR^5 IHT-mtZo 

1 H-NMR (CDC 1 „. 500 MHz) : <5 4. 04 fs. SH^. A 

o .... 

0 7 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1 H) , 7. 1 8 (d. J 
= 8. 5Hz, 1H). 7. 20 (d, J = 8. 5Hz. 1 H) , 7. 27 (s, 
1H) , 7. 2 8 (s. 1H) , 7. 4 7 (d, J = 8. 5 Hz, 2H) , 7. 
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8 6 (d, J=8. 5Hz, 1 H) , 7. 88 (d, J = 8. 5 Hz, 1 H) . 
7. 90 (d. J = 8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
JMbWrM (FD-MS, m/z) : 4 0 3 (M + ) 

H»J4 3 

{4- [ (6, i-'jj h*i/-4-*; vji) y^-ji) (7 X _ 

* 5 J > (3 9) 

4->dp-6, h + >+yj> (9 1mg) £TfJ»S©4-t Kn 

+ > (2 4 3mg) *g&U 1 8 0 o C*3 0#r B m#L/Co K 

&&&4g&&ffi0ji 3 1 £ iwi*3i0;£&-c*f git* c £ ii ct t» ^ mm® its®* 3 8 

mg, W24«7Sfc. 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 ( s , 3 H) , 4. 0 
5 (s, 3H), 6. 66 (d, J = 5. 3Hz, 1 H) , 7. 31-7. 99 
(m. 11H), 8. 57 (d, J = 5. 3Hz, 1 H) 

MbMJHt (FD-MS. m/z) :3 8 5 (M + ) 

Hifc0iJ4 4 (^%#|) 
3, h*-> h;l,x> 

7-feh^H'J;l/ (20 0ml) ^iRa©^''>y-^ (5. 7 7 g) 

^f-;H»HK8. 4 7ml) £ft»*nj->A (12. 3g) ^Ml. 

^*-t*->/#Kx*;u (5/1) •eBM**'> , J*y^rt5A*ovh*r57-r 
-Ti^tsciKJ;^ SJ1©^^5. 0 4gx C*8 2«T»fc 0 
1 H-NMR (CDC 1 o. 5 0 0MHz) : 82. 3 0 (s, 3 H) , 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 
Hli0J4 5 (##0J) 

i*rh7th'o77> (10ml) fc&jfcflU 4 Tftfc 3 , 5-i>* h + -> 
h;bx> (l. 0 0g) &*f?U mm%m%T-4 5Vtpm&&Q2. 5 MO 
n-^I/'Jf-^A-^+^v^tt (2. 9 0ml) £fln;l/c& N 3 O^tUft 
Lfco 3!fc, miRa<D4-y h*>"<>7>Ol/*oiJ K (1. 2 3g) ^fh5 
tKo77> (10ml) fcjgtfU -4 5Vtp-?®i<QtiUz.tz 0 l^rMSfi 

■ ( 5 / 1 ) TfSKt 5 "*> 'JW*7A^D7h/77-f -TffiKtS C 

X H-NMR (CD C 1 3 , 5 0 0MHz) : 8 2. 4 0 (s, 3 H) , 3. 
6 9 (s, 6H), 3. 85 (s, 3H), 6. 43 (s. 2H), 6. 89 
(d, J = 9. 2Hz, 2H) , 7. 82 (d, J=9. 2Hz, 2H) 

H»J4 6 (#%0J) 
2, 6- ! Jt Kn*->-4 f;l/7x^ 4 -b Ko*S/7x ■=.;!/ frh 

*R**{b^f-l/> (10ml) lcH»J4 5T'^/i2, 6-^h + v/-4- 
3nfflRS©*V7*o*#7> (34 9ml) £*$>o < DftlfcfcflU Sfl+T-ft. 
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*H-NMR (CDClg, 5 0 0MHz) : 6 2. 16 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d, J = 8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz. 2H) 

Hife0J4 7 

(2, 6-->'b Kp^'>-4-y^;b7x->>U) {4- [(6, 7-yy h4 
->-4 p;u) a-^>] 7x^jM y^y> (4 2) 

4-^oo-6. 7-yV h + <!> (6 lmg) £HJ60J4 6 T^/c2, 
(lOOmg) «r^xf-l/>^y3-;U5?yf-;Ux-f;U (0. 5ml) KfeM 

1 7 0^*2 ommmtzo %m&®$:mu%M*mj- t »; 

/** y-Jl\l 0 0/1) T-Jg^^v'J^7^^7A^D-7h^7^~{I 

1 H-NMR (DMSO, 5 00MHz) : 
$2. 18 (s, 3H) , 3. 9 0 (s, 3H) , 3. 9 5 (s, 3H) . 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 3 2 (d. J =9. 2Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 4 3 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2H) . 

8. 5 4 (d, J =5. 5Hz, 1 H) 

K*5MWt (FD-MS, m/z) :4 32 (M + +l) 
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6, h*x-4- (4 Ko7x/4^) *7'J > 

4-?nn-6, 7 - >V v*JV > ( 1 . 8 4 g) tx$WL&<D4--Y 
a7x;-;K3. 4 2g) 1 7 0ricT5 O^ra^L/Cc 

5A?ov h**574 -fCi^ffSSIU $S©ft£#l£4. 5 4 g. J»8 9% 

X H-NMR (CDC1 3 , 500 MHz) : 6 4 . 01 (s, 3H), 
4. 06 (s, 3H). 6. 69 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J =9. 1Hz, 2H) , 7. 3 7 (s, 1H) , 7. 4 7 (s, 1 H) , 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

M£«ftt (FD-MS, m/z) :32 6 (M + ) 

HWJ4 9 (#%0>J) 

6, 7--?y h*>-4- (4-7;;7x;^-» > 
6, 7-?> h + ->-4- (4--hn7xy + -» *J 'J > (1. OOg) 
£N, N-v»f-;l,sM/A7 5 K/ftKx?-^ (3 Om 1/1 5ml) KjgJBU 
1 0%7KSrtb'^^7A-^ (6 9mg) £3n*.x 7km5?fflmTMS(CTl 7 

Jw4&4mt-^T±;Xfe-l- L il A / -«±*riJe T i*tn-rOrfT*^XSU^ 1 ^E&n\i\> Intern n n n 

mg, ©8 8^ifco 

1 H-NMR (C D g OD, 5 0 0MHz) : 54. 00 (s, 3H) , 
4. 00 (s, 3H), 6. 47 (d, J=5. 5Hz. 1 H) , 6. 82 (d, 
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J = 8. 6Hz, 2H), 6. 96 (d, J=9. 2Hz, 2H), 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
(FD -MS, m/z) :2 9 6 (M + ) 

mmm 5 0 

N- {4- [ (6, l- : Jt H^>-4-*yjx;l,) 7x-;u) - 

3 - b° 'J > K (61) 

6, 7-^F^-4- (4-75;7x;*i/)+;iJ> (5 7mg) «!: 
mSSD n nO~3^>^ (3 7m g ) £N, N-y>f;l/*;l/A7; F (2ml) 
Srt¥L/:^ l-x5^.-3- (3' - V/ *Jl,T i S zfut'Jl) *Wy'>f; 
Ki&itfg (7 9mg) fcjn*, MKT 5 B#fiffllt# L fc 0 SJ5fi^Kl**ift» 

U *«0{b£1&*4 7mg N JR*6 l%-e»fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 05 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1H), 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7, 47 (dd, J=4. 9. 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H) , 8. 2 6 (d. J =8. 5 Hz, 2H) , 8. 4 9 (d, J =4. 9H 
z, 1H), 8. 79 (d. J = 3. 7Hz, 1 H) , 9. 13 (s, 1H) 
MfeMfli (FD-MS, m/z) :40 1 (M + ) 
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N- {4- [(6, 7-yyFt->-4-t;'J^) tt^] 7x-;l) - 
(3, h^>7x^;l/) a^ifrHK K (6 2) 

6. 7-vV h + ->-4- (4-7;;7x; + y) > (5 6mg) <t 

OT.?n©3, 4-v?n*y$|Ji (60mg) £N, N- *;i,*;UAy 
; K(2ml) fcjgtfU l-x^;b-3- (3* - v=y ^;U7 ^ J t°;l/) 
rt;MW * K&Btt (8 lmg) £fln;L N MKT 2 2 B*M«#Lfco S^fi 

Wli- h U -7 AT*£* lfc 0 >dd *;UA/7* h > 

(10/1) Tg^S y'J*m7A?D7 - Kit) SMS! U ^ 

moit&VnZ 7 m g , JR§£ 8 %T#/Zo 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 8 7 (s, 3 H) , 3. 
8 7 (s, 3H), 4. 0 6 (s, 3H) , 4. 07 (s, 3H), 6. 48 

(d, J=5. 5Hz, 1H), 6. 63 (d, J = 8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H). 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 5 5 (s, 1H) . 7. 5 7 (s, 1 H) , 7. 7 6 (d, J =8. 
6Hz, 2H), 8. 48 (d, J = 5. 5Hz, 1 H) 

MfcMfH* (FD-MS, m/z) :4 6 0 (M + ) 

H»J5 2 

N- {4- [(6, 7-y/ Hr->-4-^;'J^) t4->] 7xz;M - 

6, 7-i^ h*->-4- (4-7W7i^y) 'J > (5.2 m g) i. 
rU15o D nOv'^D^+^>^^^>S (4 6mg) £N, N-^>W^A7J 
K (2ml) fcfcfcU l-xf-^-3- (3* - v» f-)V7 I J fa t'jU) fj 
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mmm C8 4m g ) zm*^ mskt 2 2 nmm 

1 H-NMR (CDC1 g, 5 0 0MHz) : 6 1. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , l. 7 3 (m, 2H) , 1 . 8 5 (m, 2 H) , 1 . 9 7 
(m, 2H), 2. 26 (m, 1 H) , 4. 05 (s. 3 H) , 4. 05 (s, 
3H) , 6. 4 3 (d, J =5. 5 Hz, 1 H) , 7. 1 4 (d, J = 8. 5H 
z, 2H), 7. 36 (s, 1H). 7. 42 (s, 1 H) , 7. 55 (s, 1 
H), 7. 63 (d, J=8. 5Hz, 2H) , 8. 47 (d, J =5. 5 Hz, 
1 H) 

M£*flit (FD-MS, m/z) :4 06 (M + ) 
H«J 5 3 

N- {4- [ (6, 1-V* h*y/-4-^y ij^^) 7jL ^ ;|/ ) _ 

2-7 5>^;l/^>if$ K (6 4) 

6, 7-v^ h + ->-4- (4-7;;7i; + -» +y »; > (55mg) £ 
^RSi<D2-yy>ij^>Wt (32mg) £N, N-yyfWA7« K 
(2ml) fcj&fcu l-x*-;l,-3- (3* ~^W;;yDeA) 
*KSM S KttKtt (9 lmg) SrJn*., gfifcT2 2 *SrlBHt# L fc& v 
liH«©»flEt:J:oT«|jU »lt^3 5mg, ©*4 8XT»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 
4. 05 (s, 3H), 6. 49 (d, J = 4. 9Hz, 1 H) , 6. 5 7 (d 
d. J=l. 8. 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2H), 
7. 28 (d, J=7. 9Hz, 1H), 7. 42 (s, 1 H) , 7, 51 (s, 
1H) , 7. 56 (s, 1H) ,1.11 (d, J = 9. 2Hz, 2 H) , 8. 
35 (s, 1H), 8. 49 (d, J = 5. 5Hz. 1 H) 
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M^tffffl (FD-MS, m/z) :3 9 0 (M + ) 
HJfe0J5 4 

N- {4- [(6, 7-v^ 'J-;b) 7x-;U} - 

3-ft7x>Wt»; K (6 5) 

6, 7-v> h*<>-4- (4-7U7x; + ^) +yj > (54mg) £ 
rPi D D D0 3- f^7i>*^fyi (4 4mg) £N, N - f-;MwUA7 ^ 
K (2ml) KigflSU l-x^;l/-3- (3" - >7 W ; ; 7*n h';b) * 
* K&ifcg (8 2mg) £Dd;U Mzg(CT3 1B#KHK» Lfe^ 111600 
5Ii^tlO»miJ:oTlil«U SiCft^4 1mg, »5 5ra/: 0 

1 H-NMR (CDC 1 g , 5 0 0MHz) : 6 4. 0 2 (s, 3H) , 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1H), 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H) , 7. 5 6 (s, 1H), 7. 7 3 (d, J =8. 6 Hz, 2H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) . 8. 4 
7 (d. J =5. 5Hz, 1 H) 

MtaUflt (FD-MS, m/z) :4 0 6 (M + ) 

H»W5 5 

N- {4- [ (6, h^y-4-4;'J^) 7x-il/} - 

(4--ha7x_;l) K (6 6) 

fi 1-^)4 k± O — /I _ /-/I i / -7 , y jfc-V^ .*. / l| V M 1 rtm rr^ 

i miRS© 4 - - h d£M#& ( 1 0 0 m g ) £ N, N - v>" / f-;U*;U A 7 $ K 
(4ml ) l-xf-;l/-3- (3' - f Jt *}\<T I J 7°d b°;l/) 

$ Kggfctt (1 7 6mg) «iq;U iii:T2 2B*W«!*LfctJU HjfcW 
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5 o t mmomftK * o u m®<D<t&®£ 1 2 6 m g , m 1 1 %m 

/Co 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J =9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J = 9. 2Hz, 2H). 8. 48 (d, J=5. 5Hz, 1 H) 
. 10. 7 (s, 1H) 
«*##riil (FD-MS, m/z) :4 4 5 (M + j 

H»J 5 6 

N- {4- r C6, 7-^h^>-4-^'J_;b)^y] 7*-M - 
CN, N->VW^7x^) tDlrf^i K (6 7) 

6, 7--/7 h + (4-7;;7x; + -» +;ij>(51mg) t 

Wd©4-^ (44mg) *N. N- >M *ji,*;l,A7 

5K(2ml) fcfcJBU 1 -x^;b-3- (3' -y7W;;^Dh^) 
iitWJ* I K&lfett (8 3mg) £Jd;U 6IW«#LfcSU HJfe 

1 H-NMR (CDClg, 5 0.0MHz) : 5 3. 0 6 (s. 6H) . 
4. 05 (s, 3H). 4. 06 (s. 3H) , 6. 48 (d. J=4. 9Hz, 
1H). 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d, J=8. 5H 
z. 2H), 7. 44 (s. 1H), 7. 57 (s, 1 H) , 7. 74 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz. 2H) , 7. 94 (s, 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
K*5Mftt (FD-MS. m/z) :4 4 3 (M + ) 
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Hlfe0J5 7 

N- {4- [ (6, 7->M h*->-4-*7 7xz;H - 

(4-7-fe^;l/7x-;U) fjM^i K (6 8) 
6, 7-v> h*->-4- (4 -T ; 7 7x7 *•» */'J > (5 4mg) £ 
r|5lSD n n©4 -7-fe^;l/$Il£K (4 6mg) £N, N - s; > * JU* A 7 S K 
(2ml) £&mU (3' -y>W;;^D t°;iO 

tfv>V ^ K}gft£ (8 7mg) £tJ0;i> £'fiKT2 2BfP B 1$#Uc&, H»J 

1 H-NMR . (DMSO-dg, 5 0 0MHz) :<5 2. 6 6 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H) , 7. 28 (d, J = 9. 2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 
52 (s, 1H), 7. 94 (d, J=9. 2Hz, 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

MbMJrtt (FD-MS, m/z) :4 4 2 (M + ) 

5 8 

N- {4- [(6, h^y-4-4;'J^) 7xzi} - 

(4-7^;U7x-;l/) K (6 9) 

6, 7-*V h*->-4- (4-7; J 7xJ*v) U > (5 4mg) £ 
tt?H£ n n n ©4-?^;U£m : g& (54mg) £N, N-y^f Jbtwl/ATi K (2 
ml) KflgflPU 1 -xf-;U-3- (3' - ^ / 7*n t?;lO Oultfi? 

4 *. (8 5ms) SiD-t, Mirr*9 9i&Rittmi.*-». ^tfcflai* 1 > 

H«©»ftlcJ;oT«ISIU *«©<te«9*6 5mg> JR$7 8%?*§fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 9 5 (t, J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) . 2. 6 9 (t, J 
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= 8. 0 Hz, 2H>. 4. 0 5 (s, 3H) , 4. 06 (s. 3H), 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d. J=9. 2Hz, 2H), 7. 
30 (d. J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J = 8. 6Hz, 
2H) , 8. 0 3 (s, 1H) , 8. 4 9 (d, J = 5. 5Hz, 1 H) 
n&£Vrm (FD-MS, m/z) : 4 5 6 (M + ) 

H»J5 9 

N- (4- r (6, h^y-4-4.y .j 7 ^ ;U _ 

(4- [(6, 7-/^+y-4- + ;>J-;W t+y] 7x_;H (4 - 
V/mm^Jl (9m l/5m 1) lz*f¥U 1 0%'*? : JV (6 9m 

£8 5m g> JR*9 l^Tfifco 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s. 3H), 5. 75 (brs, 2H), 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J = 9. 
2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 73 (d. 
J-8..5H2. 2H), 7. 89 (d. J=9. 2Hz, 2 H) , 8. 46 
(d. J=5. 5Hz, 1H) , 9. 90 (s, 1 H) 
MbMJftt (FD-MS, m/z) :415 (M + ) 
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%mm 6o 

N- (4- [(6, 1 -vt-Y*v-4-*J 7x_;U) - 

4 -t'i)if>ft)l,tf3f-*i K (71) 

6, 7-^hf>-4 - (4-7;77x; + y) *y U > (5 3mg) <b 
rfrHg D °<ZM y^n^>& (4 5mg) £N, N - ^7 ^;U*;UA7 i K (2ml) 
lc&ft?U l-x^U-3- (3* -V/*)l7i J 7*n tVIO ^l/tf'SM $ K 
16»i.(9 8mg) £j&Q;i N SiSfcT 6 2BfT$fflt IfcSU H»J5 1ii5|^0 
«ftlw«fcoT«tiiU ^S©<t£4j5£2 2mg N iKM 1 %Tl#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
8 8 (d, J -4, 3 Hz, 2H) , 7. 9 2 (d, J =8. 5 Hz, 2 H) , 
8. 48 (d. J=4. 9Hz, 1 H) . 8. 80 (d, J = 4. 3Hz, 2 H) 
, 1 0. 6 (s, 1 H) 

(FD-MS, m/z) :40 1 (M + ) 

*»W6 1 

N- {4- [ (6, 7- f Jt h*->-4-*y 'J ■=.;!/) 7x-;H - 

2-ft7i>^;l/m; K (7 2) 

6, 7->?y h*i/-4- (4-7;;7 i ;4 i >» > (5 Omg) i 

r^8SS©2-^*7x>^;U*'>i| (4 6mg) £N, N-y>fWJbA7 5 
K C 9 m M i-#r«2 1 1 - -r ^ n — o — f o ' _.-wi. ii.-t ; > -f ,- l.° ,i a j. 

^ KJgffclg (9 9mg) £Jo;U 2B$lffla#LfcSU 
X H-NMR (CDC 1 „, 5 0 0MHz) : 5 4. 02 (s, 3H) , 
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4. 04 (s, 3H), 6. 4 6 (d, J = 5. 5Hz, 1H), 7. 11 (m, 
1H) . 7. 1 7 (d, J =8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 
7. 5 5 (m, 1H) , 7. 56 (s, 1 H) , 7. 7 3 (d, J =8. 5 Hz, 
2H) , 7. 73 (m, 1 H) , 8. 38 (s, 1 H) . 8.. 48 (d, J = 
4. 9Hz, 1H) 

(FD-MS, m/z) :4 0 6 (M + ) 

ft»J6 2 

N- {4- [ (6, 7->^ h*i/-4-*; 'J~;tQ 7x_;U} - 

4-tf7x-^;i / ^-»; K (73) 

6, 7-i>V h*v-4- (4-7;;7x; + y) 'J > (52mg) £ 

HUif-^TS >/^b>^U> (3ml/2ml) fc»SU mi&&0tf7x 

-WU>»^dij K (8 Omg) ^Jo^ N MffliwT2 5B*fi8»#Lfco 

f fc&$}£ 9 m g N JRS£ 1 0 %T''#^o 

1 H-NMR (DMSO-d 6> 5 0 0MHz) : 6 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t. J=7. 3H 
z. 1H), 7. 5 0-7. 5 3 (m, 3H), 7. 77 (d, J=7. 3Hz, 
2H), 7. 85 (d, J = 8. 6Hz. 2 H) , 7. 96 (m, 2H), 
8. 08 (d, J = 8. 5Hz, 2H), 8. 48 (d, J=4. 9Hz, 1 H) 
. 10. 4 (s, 1H) 
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ftfi^MJfjll (FD-MS, m/z) :4 7 6 (M + ) 

mm 6 3 

N- {4- [ (6, 7- { J/ h*->-4-*V y^) 7x-;M - 

(4-7>4-i/:7x-JlO K (7 4) 

6, 7->V h + (4-7;>7x; + i/) +;>J> (52mg) ^ 

h «Jx*;U7S >/ig{t>f-l/> (3m l/2m 1) iz®ffiU rfrlKS© 4 - :/ 
h + 2/gcMit^D«J K (0. 0 7ml) £Jn;U SSKT3 OI$Wlt#Lfcfcx 
^»«6 2ip|ttO»^Jc«koTail!IU *a©ft^3 4mg > 

1 H-NMR (CDClg, 5 0 0MHz) : <5 0. 9 9 (t. J=7. 3H 
z, 3H) , 1. 5 2 (m, 2 H) ,1.80 (m. 2H) , 4. 0 3 (m, 2 
H) , 4. 04 (s. 3H). 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9 Hz, 1H) . 6. 9 5 (d, J =9. 2Hz, 2H) , 7. 1 8 (d, J = 
9. 2 Hz, 2H) , 7. 4 6 (s, 1 H) , 7. 5 7 (s. 1 H) , 7. 7 4 

(d. J=9. 2Hz, 2H), 7. 86 (d, J=9. 2Hz, 2 H) , 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 

M5WHi (FD-MS, m/z) : 4 7 2 (M + ) 

H&0J6 4 

N- {4- [ (6, 7-vM h*->-4-*y 7x_;l} - 

6, 7-^K->-4 - (4-7i;7x; + -/) + >";> (5 2mg) £ 
TUI5S.©4-7'D^m#l6 (7 8mg) £N. N-v^^;U*;UA7$ K (2 
ml) fcJBflU l-x^;u-3- (3* - V* 7)17 i J 7°o t'jl) #;b;j-cs; 
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* $ mm& (i 0 2mg) zua^ muizzi mmmnitz^ mx&m i 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H). 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s. 1H) , 7. 6 5 (d. J =8. 6 Hz, 2H) , 7. 8 4 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 

MHMHKFD-MS. m/z) :4 7 8 (M + ). 4 8 0 (M + +2) 
H*fe0J6 5 

N- {4 - [ (6, 7-v^y Y*i/-4-*; U-;|Q ;fr*j>1 7x^1 - 
(4-y h»'>^;bijfji^7x~;t/),^^^»$ k (7 6) 

6, h + >-4- (4-7;;7x7 + y) +yj > (10 0 mg) 

t^lEa©tyy^Tl/7^;l/tt (13 0mg) £N, N-^y^^^j 
SK(4ml) Jw»»U (3' -y^W;/7°Dt^) 

ijfr# : M i Kg££ (2 2 7mg) frm*., ggfcTl 8I^Hft»Lfcft N H 

X H-NMR (CDC J 3 , 5 0 0MHz) : 53. 98 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H), 7. 22 (d, J = 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 
7. 5 6 (s, 1H) , 7. 7 6 (d, J = 9. 2 Hz, 2H) . 7. 9 7 (d, 
J = 8. 6Hz. 2H). 8. 18 (d, J=8. 6Hz. 2 H) , 8. 49 
(d, J-5. 5Hz, 1H) 
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M#$fte(FD-MS. m/z) :4 5 8 (M+) 
ISJfcW6 6 

N- {4- [ (6, 1- S J* Y**/-A-*J U-AQ 7x-;U) - 

2-b°'J 'Jyfpl^^l K (7 7) 

6, 7-^h + i/-4- (4-7;y7x;*» (50mg) i 

mpSOb's 'J (42mg) £N, N-yyf^iU7; K (2ml) Ic 
&ft?U l-x^;l/-3- (3' -^W^yDf^.^^i KJfi 
(1 2 3mg) ^rtjn^ SflfcTl 9B#IS8fi#Lfc8U H*£0J5 1 tW$k® 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 6 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 4 9 (d, J =5. 5Hz, 1 H) , 7. 2 3 (d. J 
= 8. 6Hz, 2H), 7. 43 (s, 1H), 7. 51 (m, 1 H) . 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz. 2H), 7. 94 (m, 1 H) 
. 8. 3 3 (d. J =8. 0Hz, 1 H) , 8. 5 0 (d, J =5. 5 Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 
(FD-MS. m/z) : 4 0 1 (M + ) 

H»J6 7 

N- {4- [(6, 7-^h^y-4-^'J-;b) ^ty] 7x_;l) - 
(4-I:Kd4 : -/^^-;17x-;I/) mitf^-Vi K (7 8) 
{ 4 — [ ( 5 r 7 — ~s i kiy-^-iy ii r..'L-) T.^rt.) - (4 

h + v/*;u#-^7x-jU) * K^-^ ^ / -Jl (3ml) tcjgft 

U 3 3K*IMb&»*A3k*tt (1. 5ml) *Jd;U W&^mm&llu 
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*H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J-9. 2Hz, 2H), 7: 39 (s, 1 H) , 7. 51 (s.lH), 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s. 1H) 
»«#«rtt (FD-MS, m/z) :44 4 (M + ) 

fe&fe0J6 8 

N- (4- [ (6, 7-v^ h^i/-4-^y y^^M - 

'sfulyfytiAstf+Vi K (79) 




6, 7-vM K4->-4- (4-7U7x; + «» (5 3mg) i 

miSn D D©v^D^>^>^;^>^ (6 6mg) *N. N-^V^^;UA7$ 
K (2ml) K&ft?U l-x^;b-3- (3' - 9)17 i J fa t'JU) H 
i K&ifctt (1 1 Omg) %1jqz_, WMtzxi 7B#Hit#Lfc8U HJfe 

«5 1 tmmommz^^Tmi, xmoit&bta smg, ox-en 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 6 4 (m, 2H) , 
1. 8 1 (m. 2H), l. 9 1 (m, 4H), 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H) . 7. 13 (d, J-9. 2Hz, 2H) , 7. 45 (s, 1 H) . 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 

(FD-MS, m/z) : 3 9 2 (M + ) 
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N- (4- [(6, 7-^K->-4-^'J^)^-/] 7x-;ll - 
7y^>?>iv\,+:*?i K (8 1) 

6, 7-i?y F + (4-7^7xy*-» *yij> (5 1mg) £ 

$lD a D ©7y7>^>*;b^>i (1 1 Om g) £N, N-i/^f^^yj 
K (2m 1) lcjSll|?U 1 - (3' - v y ^7 $ J Tu t'Jl) Jj 

frtfitj i KJSIftJfi'd 0 7mg) £Jd^ SSfcTl 5l$fig«#lfcSL £2fe 

#>J5 1 £mm<D»mzx< 3 TmuL ^maxt^aa 3m gx ir$i 7%ti# 

fee 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 6 H) , 
2. 00 (m, 6H) , 2. 1 3 (m, 3 H) , 4. 05 (s, 3 H) , 
4. 0 5 (s, 3H) , 6. 4 4 (d, J =4. 9Hz, 1 H) , 7. 15 (d, 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 55 (m, 1 H) . 7. 
6 4 (d, J = 9. 2 Hz, 2H) , 8. 4 6 (d. J =4. 9 Hz, 1 H) , 
Kft##Hi (FD-MS, m/z) :4 5 8 (M + ) 

HWJ7 0 

N- {4- F (6, h*->-4-*; 7x-;b} - 

(4-7* h^y7x-Jb) ft;U*>1H K (8 0) 

6. 7-i^ h + i/-4- (4-7;;7x; + y) +/ <J > (1 1 Omg) 
imB5D D D ©4-7-fe r (2 0 7mg) £N, N-v?y *;U*;kt»7 

= K (6ml) £»«U l-?*>i<-3- (3* - *'U7 J fn t\»l) 

*;mw s ran* (22 3mg) sfifcT7BSHw«#i*:a x mm 

®5i£ m%L®mftiz± -> xmn u &m®4t&y}* 1 2 3 m g x 7 2 %-e 
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H -NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J =9. 
2 Hz, 2H) , 7. 8 7 (s. 1 H) , 7. 9 3 (d, J = 8. 6 Hz, 2 H) 
. 8. 5 0 (d. J =5. 5Hz, 1 H) , 

(FD-MS, m/z) :4 5 8 (M + ) 

N- (4- [ (6, 7-^y h*y-4-*J 'J-;U) 7*-M - 

2- (6-7* h*^7^;l/) ^^^^-tf $ K C8 2) 

6. h*i/-4- (4-7i;7x; + y) +;>J> (5 lmg) £ 

mSSD Q n06-7-b h*^-2-^-7 hxg (1 2 lmg) £N, N->>y^;U* 
^A7^ K (2ml) lc&#U 1 (3* -^>WU^d 

t°;i/) i mmm a 2 4m E ) iscti z^mmmtz 
su mmm5 1 tmmmmz^-ormuL, mm<D4t&®*6 6m g> jr^7 

1 H-NMR (DMSO-dg, 5 0 0MHz) :62. 3 8 (s, 3 H) , 
4. 03 (s, 3H), 4. 05 (s, 3H) , 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2H), 7. 30 (dd, J = 2. 4, 
9. 2Hz, 1H) , 7. 42 (s. 1 H) , 7. 5 7 (m. 1H), 7. 6 1 
(d, J = l. 8 Hz. 1H) . 7. 8 1 (d, J = 9. 2Hz, 2H) , 7. 
86 (d, J = 8. 6Hz. 1H), 7. 89 (d, J = 9. 2Hz, 1 H) , 
7. 94 (d, J=8. 6Hz, 1H) , 8. 38 (s, 1 H) , 8. 49 (d, 
J*4. 9Hz, 1H) 
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MtfMfHI (FD-MS, m/z) :5 0 8 (M + ) 

N- (4- [(6, 7-^n^i/-4-^;'J^) 7x-;l/} - 

(4-bKn4-y7x-Jl/) K (8 3) 

N- {4- [ (6, 7-«^y h + >>-4- + y U-AO jMtS/] 7^-^ - 
(4-7-fe h*'>7x-;b) rt;M**+K K(103mg) *>^y-;K4in 
1) fcfctfU 3 5%7k8Kfc*7'J7A7krg& (2ml) £fln;U 515118** 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 2 4 (d, J =9. 2 Hz, 2 H) , 7. 3 9 

(s, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz. 2H). 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J = 5. 5Hz, 1 H) 
, 1 0. 1 (s, 1H) 

MMftVrtiH. (FD-MS, m/z) :417(M + +1) 

f&&fe0]7 3 

N- {4- [ (6, 7-v>> Y*i/-A-*J <)-Jl) **'A 7x-;b) - 
2- (6 - b Kn?4- •>^-7f-.'lQ *.»t"K4f-? K (8 4 ) 

N- {4- [ (6, 7-v» h* ; >-4-*/ 'J-JU) 7x-;b} - 

2- (6-7-fe h*W-7*;l>) *;U#*iK K (4 7mg) fiJ-)l (4 
ml) izfeMU 3 5%7K^b*'J7A7Ki§« (2ml) £jD;i> £AT5NrM 
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H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 5 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 9 (d, J = 4. 9 Hz, 1 H) , 7. 1 8 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d. J =8. 6 Hz, 2H) , 
7. 3 9 (s, 1H) , 7. 5 3 (s, 1 H) , 7. 8 0 (d, J =8. 5 Hz, 
1H), 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2H), 
10. 0 (b r s, 1H) , 10. 4 (s, 1 H) 
MMfttiriiH (FD-MS, m/z) :4 6 7 (M + +l) 

MWJ74 

N- (4-y h^->7x^b) -N' - (4- [ (6, b*is-4- 

6, 7-s;y h*->-4- (4-7;;7x; + i/) +y <J > (5 3mg) £ 
(3m J) CtiilffL^ 4-y h + y7xz;K7y7^-h 
(0. 2ml)tfci, 3 0^M»fc o ^LT^.iS«U h 

>Tifc»* £ C £ J; *S©^«b* 5 4 m g N JR$ 6 8 96T'&tz 0 
^ H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 7 2 (s, 3 H) , 
3. 94 (s. 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J-8. 5Hz, 2H), 7. 19 (d, J=9. 2H 
z. 2H) , 7. 37 (d, J = 8. 5Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d. J = 8. 5Hz, 2H), 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
MbMJftt (FD-MS, m/z) :4 4 5 (M + ) 
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HWJ7 5 

N- (4-7^d7x^1/) -N' - {4- C (6, 7-i?/ h*y-4- 
*J*)-)V) ** ; A •?*->],) «7U7 (4 4) 

6, h*i/-4- (4-7;;7x;+y) > (54mg) £ 

h;Ux> (3ml) \zfymtBmi1z&* 4-7^tD7x-;^v>7^-t« 
(0. 2ml)£in;u 7 0 £IHJllD*&»SE I fc« ffiB LT*fc*Sfi£»RU h 

1 H-NMR (DMSO-d c , 500 MHz) : 5 3. 94 (s. 3H), 

D 

3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9H z, 1 H) , 7. 1.2 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1H) , 7. 4 7 (m, 2 H) , 
7. 5 1 (s, 1H) , 7. 5 9 (d, J = 9. 2 Hz, 2H) , 8. 4 5 (d, 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1H) US 
##H£(FD-MS, m/z) :4 3 3 (M + ) 

H»W7 6 

N- (4-^Pt7x^) -N' - {4- [ (6, 7- : J* h*v-4-* 

JV-A,) 7x^} frU7 (4 5) 

6, 7-i^y h + i/-4- (4-75;7*;*'» *y»J > (5 2mg) £ 

MUx> (3ml) KtoJIMBIPLfcflU 4-7*ot7 i iWVi'7*-h 

(0. 2ml) £7jn;U 50^W»P«aiaELfco ^fiH LT^/:^b b b £«® L> h 

;Ux>T^t<5Ci{cJ:t)^e©^^5 6mg N JR*6 4HT?»fc 0 
1 

" H — NMR (DMSO-dg, t> 0 0MHz) : 6 3. 9 4 (s, 3H). 
3. 95 (s, 3H), 6. 44 (d. J = 5. 5Hz, 1 H) . 7. 19 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m. 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 8. 46 (d, J 
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= 5. 5 Hz, 1H) , 8. 8 6 (s, 1 H) , 8. 8 6 (s, 1 H) 
3tS##HiI (FD-MS, m/z) :4 9 3 (M + ) , 4 9 5 (M + +2) 

mnmn 

N- {4- [(6, 1 -i?/ b*f-4-*; 7x-;M - 

N' - (4 ha7x-;b) 51/7 (46) 

6, 7-v^ h + y-4- (4-7;;7*>' + i/)+yiJ>(i03mg) 
£h;Ux> (10ml) KJo.^Jgl^ 4-- hD7x_;Kvm- h 
(3 6 6mg) 6 0^KMiS^L/Co tFftB LT^/c^^at^L> K 

;Ux>-ezffe^1-SCi{ci;J9^jS©^»14 lmg, JR$8 8%T^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 3 (d. 
J =8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1H) , 
7. 62 (d, J = 9. 2Hz, 2H), 7. 71 (d, J = 9. 2Hz, 2H) 
, 8. 20 (d, j-9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1H) 
Wft##rli (FD-MS, m/z) : 4 6 0 (M + ) 

HJ60J7 8 

N- — N' - (4- [ (6, 7-vy h^- 4 -* 

yj-;t/) ^.>] 7l -^) ( 47 ) 

6, 7-v>V h + i/-4- (4-7;;7x; + v-) +y >j> (50m R ) £ 

(0. 2ml)£Jn*.x 2 6^IBBD«»a*Ly!:o M*^on*;l.A/74rh> 
(1 0/1) TMKt5'>U*yjI/7>5A^nv h/57>r -{c«kt)Hi5!U & 
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ffl®fl:£&* 3 6 m g N iR$ 4 5 H"CMfz 0 

X H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : <5 0. 9 3 (m, 
3H) , 1. 3 5 (m, 2H) . 1. 5 7 (m, 2 H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3 H) , 6. 4 9 (m, 1 H) , 7. 1 
4 (m, 4H) . 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

lltlb^tfrfit (FD-MS, m/z) : 4 7 1 (M + ) 

HJS0J7 9 

N- (4-7 ;;7x^) -N / - {4- [ (6, 7 - S?/h*S/-4-* 
7x^} frU7 (4 8) 

N- {4- [(6, h + i/-4- + ;'J-^) t+->] 7i-;l/} - 

N* - (4-^hD) 7x^-7 1/7 (lllmg) £N, N-v>V^*;UA 
7$ K (7ml) fcfcfcU 1 0K*il{b'<7>^A-ft* (lOOmg) £fla 
*n *«3?H»TSfiUT2 2^riroK^LA:o b£ffl^T»i®l 

^S0>fl:&$l£6 6mg. Wm63%T»mtz 0 
H-NMR (DMSO-dg, 5 00MHz) :<5 3. 94. (s. 3 H) , 
3. 94 (s, 3H), 4. 74 (brs, 2H), 6. 4 3 (d, J = 4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz. 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d. J=9. 2Hz. 2H), 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d, J =9. 2 Hz. 2 H) , 
S. 14 (s, IK), S. 45 (d, J-4. 9Hs. 1 H) , S. 51 (s. 
1H) 

K££#f€ (FD-MS, m/z) : 4 3 0 (M + ) 



WO 97/1 7329 



91 



PCT/JP96/03229 



HWJ8 0 

N- (4-7-fef-;U7x~;lQ -N / - {4- [ (6, h*»>-4- 

*jV7 (4 9) 

6. 7- : J* h + *>-4- (4-7;;7x7 + y) +y«J> (51mg) £ 
h;Ux> (3ml) (iJo^S?L^ 4 -7*^7 x^;H* 7 ->7*- h 
(2 10mg) £flD;U 2 0^Man«UWlELfco K**^ n p*;I/A/7-b h > 
(10/1) TJgBBtSi";*y^*7A^D-eh^7 7-f-fc«);e)fllll!U £ 

m<D<t&®£ 50mg,JR$64 %Tl#fc 0 
* H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) :62. 5 9 (s, 

3H) , 4. 07 (s, 3H), 4. 07 (s, 3H). 6. 50 (d. J=5. 

5Hz, 1H), 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 

, 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5 Hz, 2 H) , 7. 6 0 
(d. J=8. 5Hz. 2H), 7. 94 (d, J = 8. 5Hz, 2H). 8. 

40 (d, J=5. 5Hz, 1H) 
KMAtfm (FD-MS, m/z) :4 5 7 (M + ) 

Hte^l8 1 

N- {4- [(6, h*->-4-*7 7x-M - 

N' - (4-7x;^^7x-;b) frl/7 (5 0) 

6, 7-->V h + i/-4- (4-7;/7x; + '» +7 U > (5 3m g) £ 
MUx> (3ml) KjffllM&JBLfclk 4-7x; + i/7x^Vi/7^-h 
( 0 . 2 1 ) 3 0 ^H3E*** L- ^DD*W7tl»> 

(10/1) ^g^5i/U^y;^7A>avh^7 7>f-^«kt)flS!!U m 

1 H-NMR (CDCU/CD.OD, 5 0 0MHz) :54. 46 (s, 
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3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
Kfi#tffte (FD-MS, m/z) :5 0 7 (M + ) 

N- (4--fyyo[:;l>7x^) -N' - {4- [ (6, b*>- 
A-*JV-)V) 7i^} frU7 (5 1) 

6, 7-S?j« h*->-4- (4-7$;7x>/ + -» +yj > (5 lmg) £ 
h^x> (3ml) lzmimMlK'&^ 4-4V7at°)l7 x-Jljyi/j*- 
b (0. 2ml) £fln;U 2 6^TO^iS^L^o 3S«*^DD*W7th 
> (10/1) TJg§ltSv' , J^W*7^^D-7h^7^-tc«k^f|S!Ls 

1 H-NMR (CD 3 OD. 500 MHz) : 6 1. 18 (d, J=6. 7H 
z, 6H), 2. 82 (m. 1 H) , 3. 97 (s, 3H) , 4. 01 (s, 3 
H) , 6. 37 (d, J = 5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J=8. 5Hz, 2H) t 7. 25 (d, J=8. 5H 
z. 2H), 7. 26 (s, 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) . 8. 0 
3 (s. 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

WMfttftM (FD-MS, m/z) :4 5 7 (M + ) 

^MW"6 3 

N- (4- h >)7)l*ati-)l7x-)l>) — N / - {4- [ (6, 7-^y h 
*i/-4-*>"J-;lO 7x-;b} frl^7 (5 2) 

6, 7~i^y h*i/-4- (4-7;/7x/4 l '» > (53mg) £ 
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h)lJL> (3ml) lzUam®$ltz'&, 4-MJ7;l/tD^f;i,7 i ^Kvy 

(o. 2mi) *.jd* n lommmnitzo halt 

JKU h^i>^fcfr*SC£KJ;!>M0ft£&£7 7mg % i«8 8%T*i 

H-NMR (CDCl 3> 5 0 0MHz) : 5 4. 0 5 (s, -3H) , 
4. 05 (s, 3H). 6. 52 (d, J=5. 5Hz, 1H), 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1H), 7. 56 (s. 1 H) , 
7. 59 (d, J = 8. 6Hz, 2H), 7. 62 (d, J = 8. 6Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d. J=5, 5Hz, 1 H) 
Ii^i(FD-MS, m/z) : 4 8 3 (M + ) 

H&0J8 4 

N- (4-n-7>;l7x_;U) -N' - (2- [ (6, 7-9/ h±is-A 
-*yj;l) 7x-;H 7U7(14 7) 

£ifcW 4 8 icfc^Tx 4-_hD7x; -jucfrir 2 --ho7x; 
fflV*fc«*liBtifc«Lfc6. 7-5Mh*S/-4- (2--hD7*y*i/) 
*>"J>*»«4 9traaifc«5cLT1l^ 6, 7->7h + y-4 - (2- 
7i;7x;*i/)+;'J> (5 6mg) *Y)lx.y (3ml) Kfln&?§$l*: 
4-n-y^7*-^y>7*-h (0. 2ml) «n*., 3 O^HUd 
*l«^Lfco ^^DD^M/7th> (10/1) T?SB8-r*->U*y;l/ 

1 H-NMR (CDCl 3 , 5 0 0MHz) : <5 0. 8 9 (t, J = 7. 3H 
z. 3H), 1. 30 (m, 2H), 1. 52 (m. 2H) , 2. 50 (m, 2 
H), 3. 90 (s, 3H) , 3. 93 (s, 3H) , 6. 22 (d. J = 
4. 9Hz, 1H), 6. 87 (d. J=7. 3Hz, 1 H) . 6. 96- 
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7. 01 (m, 4H), 7. 15 (brs, 1 H) , 7. 28-7. 31 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 2 6 (d, J =4. 9 Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 
M£tJHi (FD-MS, m/z) :471 (M + ) 

H«J8 5 

N- (4-n-m7x^) -N' - {3- [ (6, 7-vV h*->-4 
7x-i) (9 1) 

ffit^{f^ti|SJ^IcS!L/c6, 7-yn + ->-4 - (3--hD7x;+i/) 
+ ^'J>^^i6^4 9<i:|Hl^(C«7cLr^ 6, 7 — ^ h*->- 4 - (3- 
7 ^ 7 ^ + "» *y U> (5 1mg) £h^x> (3ml) icjDii^L^ 
tl> 4-n-7'f;l/7x-Myv'7^-h (0. 2ml) £flo;i N 50#Pi37jd 
i^lfco S2l£?nD*;l,A/7-t? r- > (10/1) T'jg&gt* v"J 
^o-7h^57^-lc«t«9m»!L, IiO{h^2 6rag, #$3 2%T*'f§fc 0 
X H-NMR (CDClg, 500 MHz) : 6 0. 89 (t. J = 7. 3H 
z. 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s. 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d. J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 2 1-7. 3 0 (m, 5 H) , 7. 3 7 (s, 1 H) , 
7. 5 1 (s, 1 H) , 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 
S. 43 (d, J=4. 9Mz, III) 
M£tFf«t (FD-MS, m/z) :47 1 (M + ) 
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HJ6«f8 6 

N-n-7f-;U-N' - U- [ (6, h*x-4-*7U;l) 
: A 7±-M t>\s7 (13 9) 

6, 7->*y H + (4-7;;7x; + '» *>";>(51mg)$ 

h^x> (3ml) {CjnE^Ly-c^ n-^f;Kvi/7*-h (0. 2ml) 
£JD*.<» 1 4B$RgflD|&I^Lfco ^^DD^M/7t h> (10/1) T 
MBStS 5/ U a? -l3«tt)3fi|KLx M<D^««- 3 1 m g, 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) -.6 0. 9 3 (t, J = 7. 3H 
z. 3H) , 1. 3 7 (m, 2H) , 1. 5 3 (m, 2H) . 3. 2 8 (m. 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s. 3 H) . 5. 0 4 (b r s. 1H) 
. 6. 44 (d. J=5. 5Hz, 1H), 6. 98 (brs, 1 H) , 7. 1 
1 (d. J =9. 2Hz, 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d. J = 
9. 2Hz, 2H), 7. 55 (s, 1H), 8. 4 6 (d, J = 4. 9Hz, 
1H) 

M£*rtt (FD-MS, m/z) : 39 5 (M + ) 
fl$fe0J8 7 

N~ {4- [ (6, 7-$?> h^y/-4-^y ^o,] y^^ji) _ 
(4-h'j7;U^-pyf-ji,7x^;U) #;M^-tK K (15 7) 

6, 7-v>V r**-4- (4-7;;7xy + i/) *;ij>(53mg) t 
rtimSh®4-h')7Jl,*vj?*s£&%& (I02mg) *N. N-i^,u* 
Jll*7i K (3ml) IzfefRLizIk^ l-x*;U-3- (3' 
^fi).^^; KftRtt (102mg) *Jni, CfllCT14l»|inW 
L/r 0 ^S^**£»«if-;l/r£jijU #&x*;l#£tS;fo&£7kT8fc& 
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X H-NMR (CDC 1 g , 5 0 0MHz) : 5 4. 04 (s, 3 H) , 4. 

05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) . 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J=8. 6Hz, 2H), 8. 
02 (d, J-7. 9Hz, 2H), 8. 13 (brs, 1 H) , 8. 49 (d, 
J = 5. 5Hz, 1H) 

M£tJrlt (FD-MS, m/z) :4 68 (M + ) 

HWJ8 8 

N- {4- [ (6, 7--^y h4v-4-^y yjl) yj.-jp - 

(4-y^n^-^7x-;l/) tjM*Vi K (1 5 8) 
6. 7-vV b*is-4- (4-7U7x; + y) +;ij> (5 2mg) t 
mBSn n D 0 4-i/^D^i/^i ( §K (10 9mg) £N, N-SM*;MO/A 
7i K (3ml) Kimifc&s l-x^U-3- (3' -v^f\fc7 5 7d 
tTdO fc^iKSM = KttK* (1 1 Omg) »^ 4B»MHff Lfc 

£»0I5 1 i^tt©*^liJ:^T«|l!!L. M©ft^»*5 4mg. 
6 4%Tj|to 

X H-NMR (CDC l 3 , 5 0 0MHz) : 5 1. 2 5~1. 8 6 (m, 
10H) , 2. 5 5 (m, 1 H) , 4. 0 1 (s, 3H) , 4. 0 3 (s, 3H) 
. 6. 4G (d. J- = 5. 5IIz. HI), 7. IS (d, J=8. 5Kz, 2 
H) , 7. 2 7 (d, J =7. 9 Hz. 2 H) , 7. 3 9 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J = 9. 2Hz, 2H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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M&tfrlt (FD-MS, m/z) :482 (M + ) 
HJ6W8 9 

N- {3- [ (6. 7-yy h^j/-4-^y 7x - ;l/} _ 

(4- t -yf;b7x-^) K (15 9) 

6. 7-^ h*<>-4- (3 -7 $ y 7x y (5 4m g) £ 
migD a D©4-t-yf-;^ ( t#ie (102mg) £N, N- v?y ^M*,|,A7 $ 
K (3ml) KfcHLfcaU 1 -x^- 3 - ( 3 - - v t *)\,7 i J 7u\?)l) 
I K£Ife& (1 0 6mg) *1jqA_ s M&Ict 6B^1I#Uc&, HJfe 

1 H-NMR (CDClg, 500MHz) :<51. 34 (s, 9H), 
4. 01 (s, 3H). 4. 04 (g, 3H), 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H), 7. 85 (d, J-7. 9Hz, 2H) , 8. 48 (d. J=4. 9Hz, 
1H) , 8. 59 (b r s, 1 H) 
M£tf?«(FD-MS. m/z) :4 5 6 (M + ) 

H»J9 0 

N- {3- [( 6, 7— ?yf*S/-4-*>MJA0 f-*] 7*_;U - fd 
- t -7>;u-7x-;U) fr;H?*-fr$ K (1 6 0) 

6, 7-*J* h*is-4- (3-7;;7izW) *y U> (62mg) 
im© a D D cD4-t-7 , ^;l^m« (10 9mg) £N, N-i»^^ 7 
5K(3ml) icjgJBLfcflU l-x*;l,-3- (3' - >>V *;U7 s y ? u t ° 
$ KWMt (1 1 2m g) *Jq;L n 5*||H*L*:fe 
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X H-NMR (CDClj, 500MHz) : 8 1. 31 (s, 9 H) . 4. 
00 (s, 3H), 4. 01 (s. 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d. 
J=4. 9Hz, 1H) , 8. 60 (br s, 1 H) 
MfifttfHit (FD-MS, m/z) :472 (M + ) 

HWJ91 

N- {4 - [ (6, 7-v*y 4 7x-M - (4 

-7?-;l7 K (16 1) 

6, 7-v?y h*>-4- (4-7^7iy + -» +y y > (6 2mg) i 
rf3B5n D a0 4-yf-;U$m§K (10 4mg) £N, N - > )l/fcjl/L> 7 « K 
(3ml) fcg|?Lfc*k 1 -xf-jb-3- (3* - *;U7 5 J Zfu t°;U) 
$ K&Rtt (1 1 7mg) SfilCT2 1 ISfflttft L H 

1 H-NMR (CDClg . 500 MHz) : 5 0. 94 (t, J =7. 3H 
z, 3H) , 1. 38 (m. 2H) , 1. 63 (m, 2H) , 2. 69 (t. J 
= 7. 9Hz, 2H), 4. 03 (s, 3H), 4. 05 (s, 3H) , 
6. 72 (d, J=4. 9Hz, 1H), 7. 30 (d, J=7. 9Hz, 2H) 
. 7. 33 (i, iH), 7. 42 (5. IK). 7. 57 (d. J=S. 5K 
z, 2H) , 7. 7 8 (d, J = 8. 5 Hz, 2H) , 7. 8 1 (d, J =7. 
9 Hz, 2H) , 8. 0 8 (s, 1 H) , 8. 4 2 (d. J =5. 5Hz, 1 H) 
MbWftt (FD-MS. m/z) :4 7 2 (M + ) 
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H»)9 2 

N~ (4- [(6, h*»>-4-*yj;U) **S/] 7x_;U} - 

N' - (4-/f^7x-;l/) ^XsT (16 3) 

6, 7 -if* h + ->-4- (4-7;/7x/ + -» *>"J>(5 3mg)* 
h;l/x> (3ml) KJnf»»l¥LfcSU 4-^ 5 L ;U^^7x-;U-r y->7*- h 
(0. 2ml) 8^HJDJIWB«ELfco #fdiLT#^S*«ffiU 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 8 2. 4 4 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9 Hz, 
1H) , 7. 1 9 (d, J = 9. 2 H z, 2H) , 7, 2 3 (d. J =8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d. J = 9. 2Hz. 2 H) , 
7. 52 (s, 1H),7. 58 (d, J = 8. 6Hz, 2H), 8. 46 (d, 
J = 4. 9 Hz, 1H) , 8. 7 0 (s, 1 H) , 8. 7 9 (s, 1 H) 
OTftifrflt (FD-MS, m/z) :46 1 (M + ) 

&MI9 3 

N- (3-x h^^^_;b7x-;l/) -N / - {4- [(6, 7 - ^ h 
^■>-4-^'J;l/)^y] 7x-;b} 7 1/7(16 4) 

6, 7-2^y h + ->-4- (4-7$y?xy + -» +y;> (5 3mg) 
h^x> (5ml) teM»*t¥Lrt:8U 3"Xh + i/*^sK-;U7x-^v-> 
7*-h (2 8 4mg) £Jn;U l«FHftfil!lJB«Lfco iS^^D*M/7 
(10/1) TSiai-<5'>U^y^7A^ovhr77>f-Jcj;0^ 
U Sfll® fc&tt* 1 8 m g N JR^ 2 0 %TiSfco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 3 8 (m, 3 H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m, 2H) 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 4 0 (s, 1H) , 7. 4 7 (d. J = 9. 2 Hz, 2H) , 7. 4 7 (d, 
J = 8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 05 (s, 1H) , 8. 17 (s, 1H) , 8. 4 7 (d, J 
= 5. 5 Hz, 1H). 
MSb^fHil (FD-MS, m/z) :4 8 7 (M + ) 

HWJ9 4 

N- (4 -?QP7^-;b) - N' - {4- [ (6, 7-v?y h*->-4-4- 

7x-i} frU7(16 5) 
6, K^*>-4- (4-7;;7*;*'» 47 U> (5 2mg) * 

h^x> (5ml) KJtailfctflfcfc,; 4 no 7 x-;K V ->7*- h 
(0. 2ml) *jDi, mmifeiSaSEL^o WtoLTfcfct&fifciilKU h^U 
x >Tftj£*- 5 C £ «k $S<Z>ftgtt£ 4 3 m g , JK3i 5 5 %T»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d. J=5. 5Hz, 1 H) , 7. 20 (d, 
J =9. 2 Hz, 2H) , 7. 3 2 (d, J = 8. 5 Hz, 2 H) , 7. 3 8 
(s, 1H) , 7. 4 9 (d. J =9. 2 Hz, 2 H) , 7. 5 1 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) 
. 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 
MbWHfi (FD-MS, m/z) :44 9 (M+), 45 1 (M + + 2) 

»]9 5 

N- (2-^y7°ne;l/7xXjU) — N' - {4- [ (6. h**>- 



4~^ytj;t / ) ^4,$,] 7x-;b} 7U7 (16 6) 
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6, 7-v/ (4-7$ J 7x; + -» (4 4mg) £ 

Y)lx.y (5ml) \zMfmmiK'&, 2 -4 y7o t°Jl7±-Jl<{ y >7*- 
h d0\ 2ml) ZtiaA.^ 8 0£jmtiMMliz o S£&9uu*A,l»/7*Y 

> (i o/i) -efiBBta->y ay^rt^A^nv hr57<f -icj^fgsuu 

»H®<t£«&*l 4mg. JR^2 0%?'&tz o 

1 H-NMR (CDC 1 2 , 5 0 0MHz) : <5 1. 21 (m, 6H) , 
3. 21 (m, 1H), 4. 04 (s, 3H), 4. 04 (s, 3H), 
6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 

ttfiaflff! (FD-MS, m/z) :4 5 7 (M + ) 

HWJ9 6 

N-{4- [(6, h*->-4-*y 7x-;U} - 

N' -7x-;^l/7 (1 6 7) 

6, h*>-4- (4-7;;7x; + -» +;>J > (5 lmg) £ 

h;l/x> (5ml) fcfln*l»J|?Lfc&. 7i-M7->7^-h (0. 2ml) 
£50^ 5 O^Jnl&ii^Lfco gat£*DD*;kk/74r h> (10/1) 7? 

SB8t « •> 'J 7i7 ^U*7 7 A * D V h / 5 7 4 - It cfc 0 U M©-fb^«J* 

21mg, Wm4 1%T*mtz 0 

1 H-NMR (CDC 1 3 , 500MHz) : 6 4. 04 (s, 3H), 
4. 04 (s, 3H) , 6. 61 (m, 1 H) , 7. 05 (m, 1 H) , 7. 3 
6-7. 4 4 (m, 10H) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

©gfttfHI (FD-MS. m/z) :431 (M + ) 
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HWJ97 

N— {4 - [ (6, Y*is-4-*J »J;IQ 7x-;U} - 

N' - (2--hP7x-;l/) 7U7 (168) 

6, 7-i?y h + i/-4- (4-7;;7x; + y) +;»J> (83mg) 
h;Ux> (8ml) KjfflfciglPLfctlU 4--hD7i-MVi/7*-h (3 
7 0 m g ) £Jn;U 4 0 ftmaM&M I fro Vt& L T $ fc*£H£Mt U h ;Ux 

* H-NMR (DMSO-dg , 5 0 0MH z) : 6 3. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz. 1H) , 7. 2 2 (m. 
1H) , 7. 2 3 (d, J = 9. 2 Hz, 2 H) , 7. 38 (s, 1H), 7. 
51 (s, 1H), 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , - 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H) , 9. 6 2 (s, 1H) , 9. 9 6 (s, 1 H) 

MfeMNt(FD-MS. m/z) :46 0 (M + ) 



M»J9 8 

N- (2-7^77x-;lQ -N' - {4- [ (6, h*v-4-* 
yj;U) *^>3 7x-;U} 7U7 (16 9) 

N- {4- [(6, h*y-4 -*y LUU) **•>] 7i_;H - 

N' - (2--hn7x-Jl/) -7 1/7 (4 2mg) £N, N - 'J/ 1-)I*jIJ±t 
* K/llF«x*;U (12ml/6ral) £81* U 2 0%tKK^^ v?-7 A-^ 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 2. 9 4 (s, 3 H) , 
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3. 9 5 (s, 3 H) , 4. 7 7 (brs, 2H) , 6. 4 4 (d, J = 5". 5 
Hz, 1H) , 6. 5 8 (m. 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J = 8. 5Hz, 2H), 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J = 4. 9Hz t 1 H) , 

8. 92 (s, 1H) 

Mfi##ril (FD-MS, m/z) :4 3 0 (M + ) 

HJ60J9 9 

N- {4- [(6, ^■z] 7x-il) - 

N' - (3-- ha7x-;b) frur (17 0) 

6, 7-vV h + i/-4- (4-7;;7x;*5/) *;U>(8 3mg)4 
h^x> (6ml) fcini^JBLfcliU 3 h d 7 y isj*- b 

(3 8 4mg) £2ra;U 4 0£fi\lJQmMmLtz o DD*W7-tr h > 

(1 0/1) TJg§gt^v/'J*^U^77A^D-7 F^77-f -ic«fc<9*f£!U ^ 

* H-NMR (DMSO-dg , 5 0 0MHz) : 63. 9 9 (s, 3 H) , 
4. 04 (s, 3H), 6. 43 (d. J=4. 9Hz, 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z. 2H) , 7. 5 7 (s, 1H) , 7. 8 1 (m, 2 H) , 8. 19 (s, 1 
H), 8. 31 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) . 8. 5 
9 (s, 1H) 

M£fFH! (FD-MS, m/z) :46 0 (M + ) 
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n&moo 

N- {4 — [ (6, I-?* h*->-4-*/ 'J AO 7x-;H - 

N' -ttl-JliyUT (1 7 1) 

6, h + e/-4- (4-7;;7i; + y) (5 lmg) £ 

h;Ux> (5ml) ICflnftigJi?Lrt:&» tf^A-f 7->7*- h (0. 2ml) 
£fln*^ 2^Pa»nl»iS«LLfco g|2E^^pn*;UZ./'7-b h> (1 0/1) 

mg, JK$4 l%Ti#fc 0 

1 H-NMR (CDC lg , 5 0 OMHz) : <5 0. 8 7 (m. 3H) , 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 04 (m. 1 H) , 6. 4 
4 (d, J-5. 5Hz, 1H), 6. 97 (s, 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H). 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s. 1H), 8. 46 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) :45 1 (M + ) 

«PI10 1 

N- Q-7U7x^) -N 7 - {4- [ (6, h*»>-4-* 
yjAQ 7^-;U} 9l/T(17 2) 

N- {4- [(6, 7-?y r*v/-4-*y UJIO 7i_;H - 

N' - (3--hn7i-;U) £1/7 (2 8mg) £N, N-yVf;^A7 

(9 7mg) fcjn*.* 7lc*»il«TS*lwT3«rM«l»Lfeo RJCStt*-fe"7 
*Sl*io «ET*ttff£U Ii©^^13mg> JR*5 lKTfcfc, 



WO 97/17329 



PCT/JP96/03229 



105 

1 H-NMR (CDC J 3 , 5 0 0MHz) : 8 4. 0 2 (s, 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (m, 1 H) , 6. 4 1 (d, J =5. 5 Hz, 
1H) . 6. 6 1 (m, 1H) . 6. 9 0 (s. 1 H) , 7. 0 5 (m, 1 H) , 
7. 0 9 (d, J =8. 5 Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 4 3 (m. 
1H) , 7. 4 7 (d, J =8. 5Hz, 2 H) , 7. 5 5 (s, 1 H) , 8. 
03 (s, 1H) , 8. 44 (d, J = 5. 5Hz, 1 H) 
tttoftm. (FD-MS, m/z) :4 3 0 (M + ) 

H»J 10 2 

N-7U;U-N' -U-r(6, 7-^h^y-4-4;^)tt^ 
7x_;t,} frl/7 (17 3) 

6, 7-v>V ^ + .>_4_ (4-7 = ;7x;4-» +7'J> (50mg) £ 
N, N-5?y*;i,*;UA7S K (5ml) KjBfBlfcSU 7'JM7->7^-h 
(0. 2ml) fcJn^ 8 0rF15Bt^lMl#Lfco 5J&«fc*£fti;U ft 

&$l/; 0 «ffT««£S£U KS«-^np*;l,A/7-irh> (10/1) T" 

6 1mg, JR$9 6%Ti#fc 0 
* H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 9 0 (m, 2H) , 

4. 03 (s, 3H), 4. 03 (s, 3H), 5. 12 (d, J=10. 4H 
z. 1H), 5. 23 (d, J = 1 7. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H) , 6. 4 1 (d, J =4. 9Hz, 1 H) , 7. 0 8 (d, 
J=8. 5, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 5 4 (s, 1H) , 7. 75 (s, 1 H) , 8. 4 4 (d, J = 
5. 5Hz, 1H) 
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JHfeWrft (FD-MS, m/z) :3 7 9 (M + ) 

m&mi 0 3 

N- {4- [ (6, Y*v-4-*J 'JJU) 7x-Jl} - 

N / - (l-^7?-;l/) »U7 (17 4) 

6, h*->-4- (4-7i;7x; + -» +7'J > (5 Omg) £ 

HI/X> (5ml) lcMtt£J$?Lfc&x l-^7>;U>TV->7^-h (0. 2m 
1) £JniU 2 0^M»lL/Co E&*i?na*)1,J*/7'kh> (10/1) 
Tgra-T S •> U *> Vfr-h 5 A ? □ v h 7 ^ - «k «? ffltii U 
4 lmg N 1R§P5 296Tfcfc 0 

1 H-NMR (DMSO-dg , 5 0 0 MHz) : <5 3. 9 5 (s, 3H) , 
3. 95 (s. 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d. 
J=9. 2Hz, 2H), 7. 38 (s, 1H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 8 0 (s, 1 H) , 9. 2 0 (s, 1 H) 

M£$f*S (FD-MS, m/z) :4 6 5 (M + ) 

104 

N- (2-b*7x-;b) -N' - {4- [ (6, 7-v^ h*>-4-*y 'J 
;iQ 7x-;H ^1/7 (17 5) 

6, 7-^ h + ->-4- (4-7^y7 Jt .y + » +yj> (52mg) & 
r yi/o. ✓ o m i ; /jus-warn* u c - l. ^ a. — V >'7~> , ( 0 . 2 
ml) £fln^U 3 0»Hll««»ELfco M** onsfc^/7-fe h > (10/ 

tt*5 6mg, C$6 4J6T»fc 0 
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* H-NMR (CDC l g, 5 0 0MHz) : <5 3 . 9 7 (s, 3 H) , 
4. 0 4 (s. 3H) , 6. 3 5 (d, J = 5. 5 Hz,. 1 H) , 6. 9 6 (s, 
1H) , 7. 4 0 (d, J =9. 2 Hz, 2 H) , 7. 14-7. 3 9 (m, 
1 1H) , 7. 5 4 (s. 1H) , 7. 8 9 (b r s, 1 H) , 8. 0 8 (d. 
J=8. 6Hz, 1H), 8. 3.3 (d, J=5. 5Hz, 1 H) 
gft##Ht (FD-MS, m/z) : 4 9 1 (M + ) 

N- (4-xf-;b7x-;U) -N' - {4 - [ (6, h*->-4-* 

y 1W 7x-;l/) (18 8) 

6. h + «>-4- (4-7;y7i^-» *y > (5 lmg) £ 

h^x> (5ml) lzmfmMlt:'&, 4-if^7i^KV->7^-h 
( 0 . 2ml) Zm*.^ 9 0 L tz 0 ? a a * ;UA/7 -t? h > 

(1 0/1) T'MffltZi'Vij'fjUjyAtnT |>^7^ - * & U ^ 

M®4t&®}*4 2m JR^5 6%T*ffc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 1 8 (m, 3 H) , 2. 

5 8 (m, 2H) , 3. 9 9 (s, 3H) , 4. 0 2 (s, 3H) , 6. 3 9 
(d, J = 5. 5 Hz, 1H) , 7. 0 7 (d, J =9. 2 Hz, 2 H) , 7. 

11 (d, J=7. 9Hz, 2H), 7. 25 (d, J = 8. 5Hz, 2 H) , 

7. 4 0 (s, 1H) , 7. 4 2 (d, J =8. 5 Hz, 2H) , 7. 5 5 (s, 

1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s. 1 H) , 8. 4 3 (d, J =4. 

9Hz, 1H) 
WMft$T$t (FD-MS, m/z) :44 3 (M + ) 
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nmm i o 6 

N-<>yy;U-N' -{4- [(6, 7- i?/ 4 'J ;l) 

y-] 7x-;H 7U7 (1 8 9) 

6. 7-y7^->-4 - (4-7: J 7x7 *:» +;«J > (5 2mg) £ 
h;Ux> (5ml) CW^Lti^ 'Ov'^M V v7*- h (0. 2ml ) 
»^ 5 0#fe^i&TOL/Co ^^OD*W'7th> (10/1) T 

1 lmg, JK$1 5%T1#*:o 
1 H-NMR (CDClg, 500 MHz) : <5 4. 06 (s, 3H). 4. 

07 (s, 3H). 6. 49 (d, J=4. 9Hz. 1H), 7. 20 (d, -J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2H), 7. 5 

8 (s, 1H) , 7. 6 5 (m. 1 H) , 7. 7 1 (d, J =9. 2 Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H), 1 1. 04 (s, 1 H) 

MtftfHI (FD-MS, m/z) :44 3 (M + ) 

H&0J1O7 

N-xh^y^^;b-N' - {4- [(6, 7 - V t h*i>-4 'J 
;IQ 7x-;H frl/7 (19Q) 

6, h*S/-4- (4-7$ 7 + +y U > (5 2mg) £ 

(5ml) KjHl&®ft?l*:&, xh + ^A^JK 7->7*- h 

(1 0/1) T'gggtS/U^^^7A^Dvh/57^-lCj;«9mSaU £ 
2 0 m g. i» 2 8 %T*'&tz<> 
1 H-NMR (CDCL, 500 MHz) : 6 1. 37 (t, J =7. 3H 
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z, 3H) , 4. 10 (s, 3H) , 4. 17 (s, 3H), 4. 31 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz, 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d, J =9. 2H 
z, 2H) , 8. 12 (s, 1H), 8. 5 0 (d, J =6. 7 Hz, 1 H) , 
10. 0 8 (s, 1 H) 
MMfiVrm (F D —MS, m/z) :411 (M + ) 

H»] 1 0 8 

N- {4- [ (6, 7-v-'y h*->-4-*y 7x-;b) - 

N' - (2-yf;l>7 X -;b) (5 6) 
6. >^i/-4- (4-7;;7xy*-» *;u> (5 lmg) £ 

(5ml) KflDJI&fcJBLrt:^ 2-^ o.^;U^ v->7^- h 
(0. 2mi)£iD;U 155^P^JIMB»ELfco S^lE*^DD^A/7Hrh> 
(1 0/1) -zmmtZi<")i3>fJ\<i772*?u-? h/77-f-lc«kt)|»iJ|U * 
@©ft;&$l£6 lmg, JR$8 2%Ti#fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 2 0 (s. 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q. J = 7. 3Hz, 
2H) , 6. 4 0 (d, J = 5. 5 Hz, 1 H) . 7. 0 5-7. 2 0 (m, 6 
H) , 7. 3 9 (s, 1H) . 7. 4 2 (d. J =8. 5 Hz, 2 H) . 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
. 8. 45 (d. J=5. 5Hz, 1 H) 
©fi£#r4I (FD-MS, m/z) :42 9 (M + ) 
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nmmi 09 

N- {4- [(6, 7-^h^->-4-4;'Ji)t4'>3 7x-il) - 
N' - (3-yf^7x-;l/) 71/ 7 (5 5) 

6, h*->-4- (4-7^7x; + y) +yj > (5 lmg) £ 

MUx.;/ (5ml) twj0Jfe^*PLfe^ 3-yf-;U7x-;Kv>7*- h 
(0. 2ml)«:Jp^ 1 S&miJQf&3imitz 0 on*W7* h> 

(1 0/1) T-S§at5'>'J*y^5A^P"7 hy^7>r-fcJ:t)|S|!!U ^ 
ffi©<b^*4 1 mg. iK>£5 6%-e^?to 

1 H-NMR (CDC 1 g . 5 0 0MHz) : <5 2. 3 2 (s, 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H) , 6. 9 3 (d, J =7. 3H2, 1 H) , 7. 10-7. 2 2 (m. 6 
H) , 7. 4 1 (s, 1H), 7. 44-7. 4 7 (m. 3H) , 7. 56 (s, 
1H) , 8. 4 6 (d, J =5. 5Hz, 1 H) 
M£*HI (FD-MS, m/z) :42 9 (M + ) 

no 

N- (2-7^o7x^) -N' - {4- [ (6, 1- : J* h*->-4- 
7x~M 7U7 (6 0) 

6, h + ->-4- (4-7$ V 7iM-» 47 'J > (5 lmg) £ 

h;Ui> (5ml) HtPJIftSIPLfc^ 2-7Mn7x^K7y7^ - h 
(0. 2ml) £tJ0;i> 1 5ftmm$kMMltz 0 gUS*?ao*;UA/7-fe V> 

(1 0/1) T?SJEW-& i) *^;l/*-7 A? n^r VVy-y; -lz± »?*f«|L, * 

«® ffc&tt* 5 4 m g ^ JR* 7 3 KTfcfco 

1 H-NMR (CDClg, 500 MHz) :5 4. 01 (s, 3H), 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 6. 97~ 
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7. 04 (m, 2H), 7. 10-7.-12 (m, 3H), 7. 42 (s. 1 H) 
, 7. 4 9 (d. J =9. 2 Hz. 2 H) . 7. 5 7 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 17 (m, 1H) , 8. 35 (s, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

M##HI(FD-MS, m/z) : 4 3 3 (M + ) 

mmmm 

N- {4- [(6, 7-yyht->-4-4;'J;l) tt->] 7x^} - 
N' -7x3t m Jl>*l/7 (1 9 4) 

6, 7-'Jj Y*v-A- (4-7 ^ 77x7 + i» *J >J > (5 4mg) £ 
N, N-->7f;l/7tW; K (3ml) fcj&l? L fcSU T'n bTJH'V S/7* 
-h (0. 2ml) *Jd;U 80°CT24B$m^«^L^o KffcttfcTKfcjQ*. 

Tl&liLfco &ET$££®£U ^^DD*W7th> (1 0/1) 

5 9mg N iR$8 4%T-^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3' Cm, 3H) , 
1. 5 5 (m, 2H), 3. 2 4 (m, 2H), 4. 0 2 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J-5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d. J=8. 5Hz, 2H), 7. 39 

(s, 1H) , 7. 4 3 (d. J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 
7. 6 0 (br s, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

S&fttfrM (FD-MS, m/z) :38 1 (M + ) 
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N - (4- [ (6, 7-?> h*->-4-*; U;tQ 7jl-JI) - 

N' - (4-7x-;^M^I/7x-^) 7U7 (19 5) 

6, 7-JM h4->>-4- (4-7 5 /7i7 + y) D > (5 4mg) * 
h;Ux> (5ml) KffiljgU HJ7*XY> (5 3mg) £flo>L 2 0£HHlD 
UMBflElfco KJSftl::4-7 WO'/7x/ > (8 5mg) £Jn;U lB^fln 

j«£S±u ^^oo^v74rh> (io/i) T-gHt a 

*^A^q^7 h^7^f-lwJ:t)*S«!Ls mmcDit&Vo* 1 9mg, JR^2 1% 

1 H-NMR (CDC l g , 5 0 0MHz) : 5 4. 01 (s, 3H), 

4. 0 4 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1H) , 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) , 8. 47 (d. J = 

5. 5Hz, 1H) 

KM&Vm (FD-MS, m/z) : 5 1 9 (M + ) 

HMU 1 3 

N-^S/JU-N' - {4- [(6, 7-^^ ^'/-4-4;'J;b) ^'>] 
7x-;b} 7U7 (19 6) 

fi : 7--;y k*v-4- (4-7>;7x; + y) *yj > (52mg) 
N, N-v?>^;l/7*;l/A7 5 K (3ml) fc®&?l*:&. ^i/Mv^ 
-h (0. 2ml) £flD;l> 6 OCTl 5 ^rHDnHMKI^ L yt 0 RJCttlC7K*Jlix 

l^if';^T2laa^alLfc«*aMi*ta^A*^cT^fe*L^ r «j 9 a 
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VfflkltZo «ETJg»£W*U SS*?DO^W7-lrh> (10/1) 

x-mmt s •> d ? a ? o h 7 ^ - n £ ^ ftm u afflo-fk^* 

6 3m g> iR^84%Tl#/io 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m, 6H) , 1. 5 0 (m, 2 H) , 3. 2 6 (q. d = 
6. 7 Hz, 2H) , 4. 0 2 (s, 3 H) , 4. 0 2 (s, 3H) , 5. 6 8 
(brs, 1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H) , 7. 94 (s, 1 H) , 8. 4 3 (d. J=4. 
9Hz, 1H) 

MbMJrH (FD-MS, m/z) :4 2 3 (M + ) 
fIJfePJ 1 1 4 

N- (5-Y>^-;lQ -N / - {4- [ (6, h*->-4-*/'J 
)\d **i<l 7x-;b} frU7 (19 7) 

6. 7-*V h*i/-4- (4-7;;7x; + -» *y >J > (51mg) £ 
h;l/X> (5ml) liSSU MJ7**y> (5 4mg) £Jdx.> 1 2^to 
flMBflELfco gfcJftM-TSy-f (36mg) *aj;U 3 6#RM&8 

S*U &M*9an*)\,j*/Ti:h> (10/1) TSBBt £ •> U tifJ^y 

1 H-NMR (CDC lg , 5 0 0MHz) : 5 2. 0 4 (m, 2H) , 
2. 82-2. 86 (m, 4H) , 4. 01 (s, 3 H) , 4. 03 (s, 3H) 
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. 6. 4 0 (d, J =5. 5Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1H), 7. 32 (s, 1H), 

7. 4 0-7. 5 7 (m, 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
WMfttirW. (FD-MS, m/z) :4 5 5 (M + ) 

mmmi 1 5 

N- (3,- 4-vM F^->7x^) -N' - {4- [ (6, 7-^y 
-4-47 'J;U) 7i^) (19 8) 

3, F + ^7-y>(42mg) ^h^x> (5ml) KigMU b 

(24mg) £fln;U 2 2^Mii^Lfco SIS&K6, 7-5^ 
h + i/-4- (4 -7i;7i; + -» +7 U > (5 lmg) (5 2m g) £3jn 

l/co ®et^^s±u ^^on*W7th> (lo/i) rmm 

•> U t) YJlij v 1*9 D7 h^77-f —lei; tyfjfSS! Ln m.m<D{b&®}* 15m 
g^ K$l 8%Tr^^o 

1 H-NMR (CDClg, 5 0 0MHz) : 6 3. 84 (s, 3H) , 
3. 85 (s, 3H) , 4. 01 (s, 3H) , 4. 04 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1H). 6. 7 5-6. 8 0 (m, 2H), 

7. 10 (d, J = 9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 
56 (s. 1H) . 7. 59 (8; 1H) : 8. 4 6 (d.. J =4. 9Hz : 1 
H) 

M^iFHI (FD-MS, m/z) :4 7 5 (M + ) 
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N- (3, 4 -x^b>^^->7^-;l/) -N' - {4- [(6, 
h*->-4-*; UAQ t^r'y] 7x-;b} 7 1/7(19 9) 

3, A-J^i-u^yt+i/T-i) > (8 0mg) £ h;bx> (5ml) 
U h > (o. 5ml) (5 Omg) £fln 

*^y> (5 2mg) £flo*. % 1 0 03MtaJftS«ELfco SJCtticftil 

*;UA/7-t?h> (10/1) T*gg|t 5 •/ 'J A y ;W 7 A ^ o 7 h ^7 7 - 
K«k 0 U MOft^fe* 6 2 m g; ©*7 4 KTfcfco 
X H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4H), 6. 43 (d, J = 

4. 9 Hz, 1H) , 6. 7 4-6. 7 8 (m, 2H) , 7. 0 9 (s, 1H) , 
7. 1 7 (d. J =9. 2Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 56 (d, J = 8. 5Hz. 2 H) , 8. 4 5 (d, J=4. 9H 
2. 1H), 8. 4 7 (s, 1H), 8. 6 9 (s, 1 H) 

gS##fM (FD-MS, m/z) :4 7 3 (M + ) 

**t«l 1 7 

N-y f-;b-N- {4- [ (6, h^v-4-4-/ U;U) ^->,1 7 

xx;U} -N / - (4-^ h^^^^x;!/) 17 U7 (2 0 0) 

Wmwm. 2 7ml)K*K(0. 1 3 m 1 ) £fln;u 6 0tT2NrlBIJD 
*&«#Lfco SMl:fh7tKD75> (8ml) tc/gj^L3t 6, 
+ i/-4- (4-7U7z^-/) (3 0 3mg) £j&Q;L N WSL\ZX 
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ET&££®±U g|g£?ou*;l/A/7-t? h> (1 0/1) T-Jg^tS >"J 
*W7A^D7 h^77^ -ICJ^ff^U 6. 7-yy h + y-4 - (4 
-*Jb;^7;;7x>' + i/) *y 'J >£3 2 7mg'fi/; c 

(3 1 7mg) ^fF7tKo77> (9ml) tfeMl, 7^1:7 ;U ^-7 A 
'Jf"7A (18 1mg) £Ud*.. m&\zT2WmWltz 0 KfomtzmtT^* 

(10/1) T'Jl^-r^vU^y^Tj^A^DV -II«t!9flSa 
U 6, h*/-4- (4->7 t ;l'7^7 J :y + » *y y >£2 3 

9ragi/: 0 

C©6, 7-y> h*->-4- (4-yW;;7x>/*J/) (4 
9mg) Zh)lx-y (5ml) tctni&i&ft? I 4-> h + ->7x^;kv-> 
7*-h (0. 2ml) £Jq;u 1.2 IfMHHBfl&jB^ L fc 0 do^M/ 
7*h> (10/1) 7SHt4v"J*^*7A?D7 K?7^ -tw^Dffi 

X H-NMR (CDC lg , 5 0 0MHz) : <5 3. 3 8 (s, 3 H) , 
3. 7 7 (s, 3H), 4. 05 (s, 3H), 4. 0 6 (s. 3H), 

6. 14 (brs, 1H) , 6. 5 9 (d, J =5. 5 Hz, 1 H) , 6. 8 2 

(A T = Q OU, om 7 01 f A 7=Q 9H? 9 H'i 

7. 29 (d, J = 9. 2Hz, 2 H) , 7. 44 (d, J=8. 6Hz, 2H) 
, 7. 4 5 (s, 1H) , 7. 5 2 (s, 1 H) , 8. 5 5 (d. J =5. 5H 
z, 1H) 
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M#flf*t-(FD--MS. m/z) : 4 5 9 (M + ) 
118 

N-yf^-N-7x-;b-N / -{4- [(6, 7-/yh^-/-4-^; 
IW 71/ 7 (2 0 1) 

6, 7-v>V h*i/-4- (4-7iy7 i ;*«» *7 'J> (7 2mg) * 
h^x> (7ml) fc«»U h'J*x>r> (5 2mg) £jfjQ;U 3B$M;D0j&& 

mitz 0 mmzN-sm7-<) > (o. osmi) m#F B m^^ 

±U iS^^DD^M/7th> (10X1) »t5->'J*TO7A 

J H-NMR (CDClg, 500 MHz) : 5 3. 37 (s, 3H), 
4. 04 (s. 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J = 9. 2Hz, 2H) 
. 7. 3 7-7. 5 3 (m. 8H); 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

MfeWftt(FD-MS, m/z) :4 2 9 (M + ) 
IWJ119 

N-y 5^;U-N- (4-^ h4^7x-;b) -N' -t*)l-W - U - 
[(6, 7-^7^i/-4-t;'J^)^y] 7x-Jl/} 7U7 (2 0 2) 
N- (4-y h + i/7 i x;U) -N' - {4- [ (6, h + ->-4- 

7U7 (9 9mg) £N, N- S J**A,*A,J*7 
$ K (3ml) lnflWPU **fb*HJ*A (4 2mg) £2JD;U M^HT2 0 
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£tm#lt:&3V<tt1-Jl> (0. 0 3ml) Ztiaz.. m&BCfl B#H»#Lfc, 

M^Do^A/7th> (10/1) TBBatS^'J^y^^^A^Dvh 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 2 3 (s, 3 H) , 

3. 24 (s. 3H). 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H), 6. 27 (d. J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H), 6. 81 (d. J = 9. 2Hz, 2 H) . 6. 89 
(d, J = 9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2H), 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 5 3 (d. J=4. 9Hz, 1 
H) 

M&$rf& (FD-MS, m/z) :4 7 3 (M + ) 

■mmmi 2 0 (##00 

3, 4-y^aD7x-;M-^ h^y7x-^b> 

OT D n o©-ba^> (10ml) $ s rfJ|Ra©7-V-;U (1. 0 8 1 g) 
ir^!Ra©3. 4-^ddW^o'JK(2. 0 9 5 g) <hrfrB£ D n D ©>r 
7x;l/t*»7A(lll) hy7;l/*ny*>*;u**-b (6 2 Omg) £fln;U 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 63. 9 0 (s, 3H) . 
6. 98 (d, J = 9. 2Hz. 2H), 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J =9. 2 Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1H) 

fiMl (FD-MS, m/z) :28 0 (M + ), 2 8 2 (M + + 2) 

n»ji2i (mm) 

3, 4-> ? ^pd7x-;1/ 4-bKo^->7x-;l/ >r h > 
^WJl 2 0T-|#fc3, 4->'^DD7i-;i/ 4 h*f>7x^;b y K 
> (2 3 5mg) £v?dd>*> (2ml) lc&g?U *#Tl. 0M*d> 
K-^^od^« (7ml) ^flD^ gfi^Bfejfftlfc&S 

1 7 3 m g, 7 7 %Tl#/c 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) :<56. 91 (d, J = 
8. 5 Hz, 2H) , 7. 6 2 (dd, J = l. 8. 8. 6 Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d. J=7. 9Hz, 1 H) 
. 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 
Matfftt (FD-MS. m/z) : 2 6 6 (M + ) , 2 6 8 (M + + 2) 

5**fcWl2 2 

{4- [(6, ht->-4-t; iJ^) t^'>] 7xzj|/} (3. 4 

-^pn7i^) y > (17 7) 

T^^aSET^ HttW121T»fc3. 4-^DD7i-;l- 4-kKo 
*V7x-;U (15 4mg) t 4 - i^y $ >> t° 'J v?> (7 7mg) 

(5m 1) ^AftSfflitiWLfco 3B*Mfc4-*oo-6. 7- 
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^h*->*;'J>(12 9mg) fcSn*., 2 1 ftHflQ&igatt L fc 0 

7-tr h> (2/1) T"mffitZ>mmi/ , )fi¥)l>?o^ b??7< -K£0*tl¥U 

1 H-NMR (CDC lg , 500 MHz) : <5 4. 03 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d. J =5. 5 Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H). 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J = 8. 5Hz, 1H), 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz. 1 H) 
SM&ftm (FD-MS, m/z) : 4 5 3 (M + ) .4 5 5 (M + + 2) 

idfe^ji2 3 

4- (4-b Ko^->K>'//f )l) OVz-b^Jl 

&%0I2 2T#fc4- h U-n-rf-JUf->- 1 -y h * ->y * y -;U 
(1. 2 82g) ir|J|R D a n ©4-^7y^>V*'f^^nU K (4 9 7rag) 
nn*;UA (5ml) fcgfJBU *Ok*7 (h'j7x-;^X7>f » 

^-7A (id ^D'j f (8mg) *a*u i m&m&m* 

*J*-VimitL 0 METmi®&mti8m (8 5 9mg) tfh7kKD77 
> (2ml) fc«l¥S^ 7k (5ml) £6N&tt2k$tt (1 2ml) Z1mz.T 
4l*iaJliaH8«Lfco RJ&fi£&£lSft£fl;*- h »; «7-k*»«£ * Dot^Af 
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1 H-NMR (DMSO-dg , 5 0 OMH z) : 6 6. 9 1 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2H), 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2H), 10. 57 
(s, 1H) 

WS##r<I (FD-MS. m/z) :2 2 3 (M + ) 
fS»0J12 4 

4- {4 - [ (6, 7-xy h*->-4-*/ U;U) ^>vV;U} K 

W-HJd, ( (1 7 8) 

7;b=f>StSET\ 1 2 3 Tif £ 4 - (4-kKD*^>«/>f;|,) K> 

V^h tjjb (2 3 Omg) £4->M^U7S/ f y i>> (1 3 8mg) 
U> (5ml) ^AtLM^ffi^L^o HSM£4-*pp-6, b 
+ ^+/'J>(230mg) ^Jd^n 2 0 IfrlBBPJftil* L /t 0 £&*I£$f£®fn 

SKk Hiw^Do*;bA/ft»if-;U (5/1) TgHtSSSv' 'J*^* p 
■7hy77^-lc«fc«9^U £H©ft;£4&£l 99mg, iR$4 7%Ti#]to 

1 H-NMR (CDClg . 5 0 0MHz) -.6 4. 0 3 (s. 3H) , 
4. 0 6 (s, 3H) . 6. 6 8 (d, J =5. 5 Hz. 1 H) , 7. 2 9 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1H), 7. 46 (s, 1 H) , 
7. 82 (d. J=7. 9Hz, 2H), 7. 90 (d, J = 8. 6Hz, 2H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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MbMFftt (FD-MS, m/z) : 4 1 0 (M + ) 
^«J12 5 

TfrflRS®- hoy (10ml) 4^ ffiHRSOT^V -)l (1. 0 8 1 g) 
iOTS®2-y^^>W;b^D'J K (1. 5 4 6 g) <tmfiSn n n ©>r ?f\fc 
t'^AQII) h 'J7Way *>x;U**- h (6 2 0mg) £j&Q;U 6 0°CK 
T7B#R81I#Lfco SJCS^*Httf>ll2 0<!:^lfl|O^T«HlU SHOft 
£«B*1. 6 7 9 gx «*7 4 96T#fc 0 
JC*£ffitt (FD-MS, m/z) :2 2 6 (M + ) 

^5fc0Jl2 6 (#%0|) 

4-b Va^i/y 2 - J *)l<7 h > 

%W*i\ 2 5Tli^4-y h^i/7x~;l/ 2-yf-^7x-;l/ yh>(l. 

6 6 0 g) Hdd^a (1 0ml) CjgJBLx tK#T1. 0Mtfo>HJ7 
a* K-^DD^>jji (29ml) £Jn;i. £fi+«#Lfc 0 WtW&Sk 
HKl. 0Mtfn>HJ7*D$ K-^oo>^>M (15ml) g 

&#f£l. 50 1 g. JR^96%T'#fco 

1 H-NMR (CDClg , 5 0 0MHz) : 52. 30 (s, 3H) , 
6. 8 7 (d, J = 8. 5 Hz, 2H) , 7. 2 2-7. 2 9 (m, 3H) . 

7 57 ( f A T — 1 O *7 O U „ 1 U\ 7 TO/^j T_n r- 

Hz, 2H) 

MfeMFrtt (FD-MS. m/z) : 2 1 2 (M + ) 
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H»J12 7 

(4- [(6, 7-yyh ^y-4-^yiJ^) tty] 7x-;b) (2-y 
^;b7x-;b) y^y > (18 0) 

^rh>.(l. 3 3 4 g) t4-^yf-;b7^y (8 4 5mg) 

£*i/l/> (1 5m J) ^Anm^mWlfZo 1«4-^d-6, 7 
-V* Y*^*J ij >(i. 4 0 6 g) 2 3l#|?MnfflMLfc, £jgfi 

^Dvh^57^-fcJ:Dttl!U SSJS©ft£#£l. 2 5 8 g. JR*5 0KT 

1 H-NMR (CDClg. 5 0 0MHz) : 5 2. 3 7 (s, 3H) , 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d. J=4. 9Hz, 
1H), 7. 23 (d. J=8. 6Hz, 2H), 7. 25-7. 35 (m. 
3H) , 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s. 1H), 7. 9 1 (d, J =8. 5Hz, 2H) , 8. 5 7 (d, J =5. 
5 Hz, 1H) 

(FD-MS, m/z) : 39 9 (M + ) 

HWJ12 8 

(3- [(6. Y*:y-4-*cJV)\d 7x-;M y^-jin 

4-^on-6. h**>*y >;> (1 1 2mg) 4ifflRfi©3-b K 
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d*^>v , 7i7> (2 9 7mg) £«£U 1 7 0°C*1 0 £lffltt# l 
£JfrM&»^*-b->/7-i?h> (2/1) "egga^S»BS/y*y;U^pvh 
*7 7<f-{;:<fct>*&SU ^jg©fl:£$l£l 2 6mg, iR^6 5%TH£ 0 

J H-NMR (CDC lg , 90Mz) : 5 4. 04 (s, 3H), 4. 05 

(s. 3H), 6. 53 (d, J=5. 3Hz, 1H), 7. 34-7. 88 

(m, 1 1 H) , 8. 5 3 (d, J = 5. 3Hz, 1 H) 

M#0f*[ (FD-MS, m/z) :38 5 (M + ) 

HJfii^J 12 9 (#%0IJ) 

27?»/:4- h 'J-n-y^;Uf->- 1 -y h*->y f-;l^xy-;U 
(1. 282g) £ffiRS©2-7o>OI,*ny K (3 9 2m g) Ztaufrjl 
A (5m 1) l:^U ffiKfnOkfx (HJ 7i^*x7^ » /n°^ >?^a 
(II) ?DijK(8rag) £A*U 1 HSKSftLfco R^S^ft*HifiSW2 3 

Lfc 0 «ET»jKfi±»»ytKtt (6 6 2mg) *fh7k Kn?7> (2ml) 
fcJ&tfS-lh 7k (5ml) £6NttK*fc* (12ml) *jD^.T3«rBBJDJIMl 

Mitio sitss^^ 1 2 3 tmm®jj&T*mmis &m®4t&%a%2 1 

X H-NMR (DMSO-dg , 5 0 0MHz) : 66. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5 Hz, 2 H) . 
7. 33 (d. J = 3. 1Hz. 1H). 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 06 (d, J=l. 2Hz, 1H). 10. 39 (s, 1 H) 

M£*ftt (FD-MS, m/z) : 1 8 8 (M + ) 
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HWJ13 0 

{4- [ (6, D ;U) **i>>] 7x 

-h) (18 2) 

7^^>m^T. HifeM12 9T^2-7D^;u 4-hF'o+>/7x^ 
Vh> (2 0 5mg) i4-^y^^7^ f'J (1 4 6mg) 
> (5ml) *-vUlHS<WI#l£o 1W4-^od-6, 7-i>V h* 
•>+;'J>(2 4 4mg) £7jDx.> 2 0^F B m^«L/c o ^/i^^D^ 

^.DDt^A/»»xf^ (5/i) ■egm**Sfi->yay;i'*Dvr?' 

1 H-NMR (CDClg, 500 MHz) : 6 4. 03 (s. 3H). 
4. 07 (s, 3H), 6. 63 (d d, J = l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
. 7. 3 2 (d, J = 3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s. 1H), 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 H) 
M##rfil (FD-MS, m/z) : 3 7 5 (M + ) 

fUfe0U3 1 (#%PJ) 

4-/ 3-yf^7x-;l> »h> 

rUBSa a 0 CD-hD^^> (5ml) tk rfrlKSOT-V-Jl' (54 1mg) £rU 
IfaCS-^fMv^J^oiJ K (7 7 3mg) ifffRffi©** A 
(III) M7;l/*D;f h (4 9mg) 6 O'tfcTllftfll 
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M£*Ht(FD-MS, m/z) :2 2 6 (M + ) 

£*0J1 3 2 (#%#J) 
4-bKn^-/7x-^ 3-/f;l/7x-;l/ frh> 

(6 0 3rag) ^-?^dd^> (3ml) (i:»«U *#T1. 0M*a>h 
»J7*n* K-y^.Doy^>»« (11ml) £fln;Lx gzS^it^Lfco 2 21$ 
H^lSfi£to££J6m 2 1 £l^<D#&-e&SU 35«©^^«|*3 1 6 m 

! H-NMR (DMSO-dg, 5 0 0MHz) :52. 38 (s. 3 H) , 

6. 89 (d, J=8. 6Hz, 2H) , 7. 37-7. 47 (m. 4H), 

7. 65 (d. J=8. 6Hz, 2H), 10. 42 (s. 1 H) 
3»£tf?H (FD-MS, m/z) :212 (M + ) 

H*fe0J 133 

{4- [(6, 7-^y h^->-4-^'J;l/) 7x-;H (3-^ 

f-;U7x_;U) y^y> (18 3) 

y>> (3 0 7mg) 4 4-^^^1/7 5 y t 4 'Ji?> (19 4mg) ^ 
*<>l/> (5ml) *'\MiM4«#lfco 1W4-^pd-6, 7-y 
* >J > (3 2 4mg) £Jn;U 2 3 ftMttiaNm L fc 0 K&zl&$f£ 
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mmm 1 2 2 t mmvfr&T-mm u mmext&vn* 2 6 2m g , @4 5 

1 H-NMR (CDClg , 5 0 0MHz) : <5 2. 44 (s, 3H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z. 1H), 7. 41 (d, J = 7. 3Hz, 1H), 7. 46 (s, 1 H) , 
7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J = 8. 6Hz, 2H), 8. 57 (d, J = 5. 5H 
z, 1H) 

WMfttirffiL (FD-MS, m/z) :3 9 9 (M + ) 

^SfeWl 3 4 (##PJ) 
4-fc F'd^^7x^ 4--ho7x-;l »h> 
^Jfe^2 2T^3t4- h'J-n-y^;^>-i -y h^->y^7x;-;i, 
(1. 2 8 2 g) £ TfJIgSCD 4-- h oOV^Jlta »> K (5 5 7m g) 
Dn*;bA (5ml) (c^U mflgfnOl:^ (h'j7x^X7-f» 
WJ* (ID ^ o "J K (8m g) £A*U 2mmmmMffi.Ltz 0 fcfcM&®Z 

^^m&Ltzo mTm%ik%.nmm (i. o 4 7 g ) £7- t K07 

5> (4ml) 7K (5ml) <i 6 N (1 5ml) fcfln*. 

ti m\®&ffi.itz 0 &$m&m*%mmi 2 3 tmmo^mx'^mi, mm® 

ft&$l£3 9 8mg N iW5 5%T*£fc e 

1 H~NMR (DMSO-dg , 5 0 0MHz) : 66. 9 2 (d, J = 
8. 6Hz, 2H) , 7. 6 9 (d, J = 8. 6 Hz, 2H) , 7. 8 9 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , l o. 62 
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(s, 1H) 

MbMflil (FD-MS, m/z) :24 3 (M + ) 

mfom 1 3 5 

{4- [ (6, 7-vV h*^-4-*/ »J;u) 7x-;l/} (4 

Fa7x^b) ^ ^7 > (18 4) 

7^=/>S«IT> HWJ1 3 4T^/;4- t Kd+>7x-^ 4--hD7 
x-^ * h> (3 7 Omg) £4-^^7 ; 7 t°'J (2 04mg) £ 
*'>U> (5ml) *^A*lM&*if#U:o 1IM&4-*od-6, 1~V 
i Y*f*J »J > (3 4 Omg) £j&0;i, 2 3l$P B m*fcI3!£l*:o 

nmu 3 0 tmmvfr&vmmL %m<Dit£®}*2 3 8m gN jr« 6%-e 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3H) , 

4. 07 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 29 (d, 

J =8. 5 Hz, 2H) , 7. 4 4 (s, 1 H) , 7. 4 7 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
. 8. 37 (d, J=8. 5Hz, 2H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

M3MJ?tt (FD-MS, m/z) :4 3 0 (M + ) 

4 — K P is 7 y —J\y 3 , A - if - \j V + ±- ^ -_\\. 

^WJ2 2T-f|^4- hU-n-7*f-^>-l-y 
(1. 2 8 2 g) irSIRa©tr^D-o-f^^DU K (6 6 4mg) ^on* 
(5ml) fc*M?U miSS© fx (h U7i-;U*X7>f >) 
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(id *7 o 'j k (8mg> zhti, im\®amuz 0 mm&to*mm2 a 

lfc 0 «ETfc8B4fci§fcK« (1. 0 3 0 g) *fh5tKo77> 
(2ml) HfcR*^ * (5ml) £6N4tt*#ft (12ml) *Jn>S.T 

10.5 *mft]ffliffi l tz 0 m^mnmm 1 2 3 i u 

SS©ffc&$|£ 2 1 2 m g N JR$ 2 9 %T~%iz 0 

1 H-NMR. (DMSO-dg , 5 0 0MHz) :c56. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2H), 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J = 9. 2Hz, 2H). 10. 34 (s. 1 
H) 

B*#*fffi (FD-MS, m/z) :24 2 (M + ) 
&Jfeflll 3 7 

{4- [(6, h^->-4-4; 'J;b) 7x-M (3. 4 

->fi/>m->7x^) y ?y > (i 8 5) 

7^rj'>^-|r N n^^j! 3 6Tr^f:4- t KD+i/7x-A 3, 4-^f- 
l^v**^*^ th> (2 02rag) i4-y^f;l/7i;t''J«?> 

(112mg) (2ml) ^AnSfi^jiffLfco 1"SB£4-* 

dd-6, 7-S?y h*->*yy> (18 7mg) «d*. x 2 0l»IKniUttL 
/So KJ&fi£4&*£IS0lJl 2 4 i^©7jft-etoSLx £BO<k^$ 13 5m 
g> JR$3 8%Tfffc 0 

1 H — NMR (CDClg , 5 0 0MHz) : 6 4. 04 (s, 3H) , 
4. 0 6 (s, 3H) , 6. 0 9 (s, 2H) , 6. 6 4 (d, J =4. 9 Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1H), 7. 26 (d, J = 8. 5H 
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z, 2H) , 7. 38 (d. J=l. 8Hz, 1H), 7. 41 (d d, J = 
1. 8, 7. 9 Hz, 1H) , 7. 4 6 (s, 1 H) , 7. 4 9 (s. 1 H) , 
7. 88 (d, J=8. 5Hz, 2H) , 8. 57 (d, J=4. 9Hz, 1 H) 
SMfttm (FD-MS, m/z) :4 2 9 (M + ) 

H«J 1 3 8 (#%0D 
3 - h U 7Wny 7-;l7x-A/ 4-y h^->7x- Jl »h> 
rfJKSO-hoy^> (10ml) 4\ r$mS> a <D7-V-Jl> (1. 0 8 1 g) 
£ rUH&S© 3 - (h'j7^tn^f^) ^y^^^oij K (2. 0 8 6 g) t 
rfrSS.FotfH yfyHf^A (III) M7;M-o;<*>;uu**- h (62 0mg) 
£JD*. 6 O e ClCTlBfefl!#L*:o SC^^H^Jl 2 0 iH*O^T?ft 
SU *jB®rt;£«&£7 1 9mg, JR$26%T^^ 0 
* H-NMR (CDClg , 5 0 0MHz) : <5 3. 9 1 (s, 3H) , 

6. 99 (d, J = 9. 2Hz, 2H) , 7. 60-7. 64 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1H), 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 93-7. 9 4 (m, 1 H) , 8. 01 (s. 1 H) 

%MftVrm (FD-MS, m/z) :2 8 0 (M + ) 

3 9 (#%0J) 

3- h U7>)l/^-Dyf-jl/7x~;U 4-bKp^->7xz;l/ >y h > 
^ffefljl 3 8T*'&tz3- h 'J 7;l/^-oy^ji/7x-;U 4-* h + ^7x~;u 
^ b > (6 5 7ms) £N, N - *\'!'*.'bA7 ? K (35ml) i-i&f&l-. 

*M)7A**y k+.>k (4ilmi) «rjn^ 7;u^>»^7^BJKnj|jai 

^l^o s^s^«rn^j3 3 tmmot&T'&mL mm<wtm*4 5 4 

mg x iK^7 3%Tiifco 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 5. 8 5 (s, 1H), 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J = 9. 2Hz, 2H), 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 



MMM 14 0 

(3- M7/M-pyfr;U7x-;lQ {4- [(6, 7-yyht->-4-4- 
J 7x-;U} j > (18 6) 

tKn*5/7x-;l/ ^h> (4 3 2mg) i4-^oo-6, 7-i?/b*i/ 
*J ] )> (3 6 3mg) ^v ? xf-l/>^iJz?-;uc/V^;l/x--f;l/ (1 0ml) 

tm$it* 1 6 owi 1 xmrnxxiiz. mm^mmmmi- b 

* * y * d t h ^5 7 < - 1:: j: 0 mi(Dtt x »c * o □ *^A/ft&x^ 
^ (5/1) xMmtzmmisvii>f)i>?u'?Yy?-y4-\z±v)mmu mm 

©fl:&$j£2 0 4mg, 1R$2 8%T^^ 0 

1 H-NMR (CDClg, 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 0 7 (s, 3H) , 6, 6 9 (d, J = 4. 9 Hz, 1 H) , 7. 3 0 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2H), 7. 66 (t, J = 7. 9H 
z, 1H), 7. 87 (d. J=7. 9Hz, 1 H) , 7. 92 (d, J =9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz. 1 H) , 8. 08 (s, 1 H) 
. 8. 60 (d. J=4. 9Hz, 1H) 
XM&Vm (FD-MS, m/z) :45 3 (M + ) 
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OTo d d©- hD^ ?y (5ml) <K mSSn a D©7-V-;U (0. 5ral) irp 
BSiSQ S/ * n^-fr d U K ( 0 . 6 3ml) i^jRao-f «y 

h^A(III) h'J^Mo^^VX^-h (2 8 8mg) £jD;i. 6 0°Clc 
T3B#KHI#Lfco R£il£&&*<!:* no^^Af« ^DD*;bAl^ 

^DTh^77^-{c«k<9*IS!U gg©{fc£$)£5 1 7mg % 'iR*5 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<51. 21-1. 88 (m, 
10H). 3. 19-3. 25 (m, 1H), 3. 87 (s, 3 H) , 6. 93 
(d, J = 9, 2Hz, 2H), 7. 94 (d, J=9. 2Hz, 2H) 

MbMfrit (FAB-MS, m/z) : 2 1 9 (M + +l) 



H»J1 4lTifc4- t >^o / \+^*^^-;l'- 1 - y h*v"<>-tr > 
(5 1 7mg) £N, N-v^*;U*;UA7 ; K (2 0ml) lC&ft?U * MJ 
^Af-^y h + i/K (5 3 8mg) £Sn;u 7^^>5R«tTl«fPJllD*a«EL^e 

4 8 7mg N JR^9 3%T^o 
1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 2 3-1. 88 (m. 
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10H) , 3. 19-3. 2 5 (m, 1 H) , 6. 0 6 (brs, 1 H) , 

6. 89 (d. J = 8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
fi^tfrKFD-MS, m/z) :2 0 4 (M + ) 

HWJ14 3 

(l 8 7) 

T^y%WF> 4 2THrt:4 - v/? d^*;/;^^*'^- l - t 

KD + y^'> (2 7 3mg) £4-?no-6, 'J > 

(lOOmg) ZV^*\syy*)n-)i:Jii-)i3_-7-)l CO. 2ml) ic&jg 
2^ 1 6 0W3 O^ffiftUio £m^£fi&*n£ifck^ h 'J 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 1-1. 9 3 (m, 
10H) , 3. 24-3. 29 (m, 1 H) , 4. 03 (s. 3H) , 4. 06 

Cs, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 7. 24 Cd, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 
(d, J = 8. 5Hz, 2H), 8. 55 (d. J = 5. 5Hz, 1 H) 

W&ft9r$[ (FD-MS, m/z) :39 2 (M + +l) 

£»J14 4 (#%0J) 
mSg D ° Q ©^hny^> (10ml) $ N miSSOT-V-^ (1. 08lg) 
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£rfJR£ D °<D2- (h D 7;l/* o y f-;b) 'OyVA^n'J K (2. 0 8 6 g) t 
^Wt°a(D-( y t Jit* <5 b l> 7Jl*n t ? >x;U**- h (6 2 0mg) 

17- >/ifc&x f- jirMmt h y Vii >f Jl ? d -7 b ? ? 7 < - \z & *) ft 
«! U 3£)B©fl:£4jg* l . 4 0 2 g x Vm 5 0 %X%iz c 

X H-NMR (CDC 1 3 , 500 MHz) : 6 3. 8 8 (s, 3H), 
6. 93 (d, J = 9. 2Hz, 2H), 7. 37-7. 39 (m, 1 H) , 7. 
60-7. 63 (m, 2H) , 7. 75 (d, J = 9. 2Hz, 2H) , 7. 7 
3-7. 7 8 (m, 1H) 

5tft##HI (FD-MS, m/z) :2 8 0 (M + ) 

^JSPJl 4 5 

2 - h 'J 7^tD^f^7i^ 4-bKD=f->7x^ 

^JfeMl 4 4-e^3t2- h 'j7^D^f^7x-;l, 4-y ^i/7xz;|/ 
^rh>(l. 4 0 2 g)£N, N-^yfMMT; K (15ml) tw^flPLx 
^M^Af-** h + i/K (8 7 7mg) £Jd;U 7;Hi*>^T4^j&DllWi 
JtSL/Co SiDS^^H»J3 3£|e]$©£&-£&SU %MQ>it&m* 
1. 0 5 0 g N JR^7 9%T^fe 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 5 5. 8 8 (s, 1 H) , 
6. 8 7 (d, J =8. 5 Hz, 2H) , 7. 3 7-7. 3 8 (m, 1 H) , 
7 = 5 8 — 7. 6 3 0n ; 2H) : 7. 7 1 J = 9 ?.Hz : ? H) : l. 
76-7. 78 (m, 1 H) 

MbMHt (FD-MS, m/z) :266 (M + ) 
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(2-h'j7^pyfj|/7x^l/) (4- [(6, 7-yyh^y-4-^ 
JVJD tf-i/] 7x^M (3 5) 

tKn + i/7jLJUl, yh> (9 5 9mg) £ 4 - i?y ^7 5 J t° U v > (4 
8'4mg) *+->l/> (7ml) *^Aft«*iI#Lfco H$Elfc4-*an 
-6, h***,MJ> (8 0-5mg) £Jd*, 1 lftto*liS«E L fc e 5lS 

2I&$f£^J60Jl 3 Otl^OTj&T-MSU mm®<t&®}$:8 9 9mg N J» 

*H-NMR (CDClg, 5 0 0MHz) : 64. 01 (s, 3H) , 

4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz. 1 H) , 7. 22 (d, 

J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 42-7. 44 (m. 1 

H) . 7. 4 5 (s, 1H) , 7. 6 2-7. 6 8 (m, 2 H) , 7. 8 0- 

7. 8 1 (m, 1H) , 7. 8 7 (d, J = 8. 6 Hz, 2 H) , 8. 5 8 (d, 
J -5. 5Hz, 1H) 
MiBWffi (FD-MS, m/z) :4 5 3 (M + ) 

umn 147 (#%#j) 

mfi££©-hoy*> (10ml) ^ mBSn n D©7- V-;b (1. 08 lg) 
imi5 D c a©4- (n-y^;b) <>W □ U K (1. 9 6 7 g) imiRSo 
-fyr;Hf«7i»(lll) h ij 7^o> * >x;u**- h (62 0mg) £Jd;U 

6 ovizx s^rm&itzo &i£m&m*iffimi 2 0 tmmo^mT-mmu 

%M®<t&yiZ 8 6 3 m g> JR$ 3 2 %T*%tz 0 
1 H-NMR (CDC 1 3 , 500MHz) .6 0. 95 (t. J =7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz, 2 H) , 1. 64 (q 
u i n t, J = 7. 3 Hz, 2H) , 2. 6 9 (t, J = 7. 3H z, 2 H) , 
3. 89 (s, 3H), 6. 96 (d, J = 9. 2Hz, 2H), 7. 27 (d, 
J = 8. 6Hz. 2H). 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 

(d. J=9. 2Hz, 2H) 

n&ftVrm (FD-MS, m/z) :26 8 (M + ) 

1 4 8 (0*90 
4-n-yfjb7x-Jl> 4 -fc Kd^->7x-;1/ Vh> 

4 7T'f#rt:4 - n-yf^7x^^ 4-^h + y7x-;b >y h > 
(8 6 3mg) £N, N-«>7f;l/t^7; K (5 0m 1) fcfcflfU ± HJ 
h + ->K (5 6 3mg) £}JD;i, 7^^>ft«ET7NriajDiMt«[Lfco 

RiCfi^tttr*»w 3 3 mmois&'vim u m&vit&yjz 7 8 7 m g ^ irc 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 50. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet. J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) . 6. 35 (s, 1H) , 6. 92 (d, J=8. 5, 2H) , 7. 28 

(d, J=7. 9Hz, 2H), 7. 69 (d. J=8. 6Hz, 2H), 
7. 77 (d, J = 8. 5Hz, 2 H) 

BS&Vm (FD-MS, m/z) :2 54 (M + ) 
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fSttfcll 4 9 

(4-n-y^^7x_jU) {4- [(6, 7-y> ^y-4-4-;'J;n 

7^3T>a«ET^ H&0J1 4 8Tifc4-n-y^7ii;l, 4-fc Kn* 
*>7x-;U >r h> (7 2 7mg) tA -?au- 6, 7 - h + ->+y >J > 
(6 3 9mg) £vx^l/>^U u-yl/^y^^x-iF^ (10ml) 

1 8 ot*i o^raanswi^Lfco ©ss^^iafo^K^ h u 

^ DD * ;U A T^ij^ * o d * ;b Al£fc7j<iif&ge v i/ «7 A T*£*i L fc 0 

1 H-NMR (CDClg . 5 0 0MHz) : <5 0. 9 5 (t, J =7. 
3Hz, 3H), l. 38 (tq. J = 7. 3, 7. 3Hz, 2H), 1. 62 
~1. 6 8 (m, 2H) , 2. 7 1 (t, J =7. 3H z, 2 H) , 4. 0 4 

Cs, 3H) , 4. 0 7 (s, 3H) , 6. 6 5 (d, J =4. 9 Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2H). 7. 31 (d, J = 7. 9Hz, 2 H) 
. 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z. 2H) , 7. 9 2 (d, J = 8. 5 Hz, 2 H) . 8. 5 8 (d, J = 
5. 5Hz, 1H) 

Mfi##HI (FD-MS, m/z) :440 (M + -l) 
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umm 150 (t£%0>j) 

TfrHRS©^rny (5ml) ^ rffflRS©7-y-;b (5 4 lmg) irfJ 
i D D a®3-7^DOyV;^DiJ K (7 9 3mg) irfflRS©** >-^A 
(III) r 'J7Moy ?>7.;U**- h (49mg) £7JD/L 6 0 o ClCT 3 BR3 

fiiat S -> iJ*WD7h^7^ -li J: t)ffiti! U mm<Oit&tto% 5 8 5m 
g> ^5 l%mfc 0 
|lfi£*rffi (FAB-MS, m/z) :23 1 (M + +l) 

H&0J1 5 1 (#%0J) 

4-bKp^'>7i-;V 3 -7;M"P7xrju frh> 
^J6W1 5 0THrt:3-7;M-a7x-;l, 4-n + -/7i^ 
(5 8 0mg) £^do;<*> (5ml) lc»JS?U *#Tl. 0Mtfn>h 
'^^ K-^od^>M (2 3ml) £fln;U Sfi*3lfta»Lfco £ 

$m&to*mmi 2 1 iiww&Tftsu mm<D4t&®*4 0 2m g , © 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 56. 91 (d, J = 
8. 5 Hz, 2H) . 7. 4 4-7. 4 9 (m. 3H) , 7. 5 7-7. 6 1 
(m. 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (b r s, 
1H) 

R*£0rtt (FAB-MS. m/z) : 2 1 7 (M + +l) 
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HtfeWl 5 2 

{4-[(6. K»i>-4-^y'J^) t^v] 7x_;U} (3-7 

^Q7x^) y > (17 6) 

7;Uu*>^MTs fgffifll 5 lTlfc4-k Kn*->7x^;b 3-7,M- D 
7x-;U ^rh> (3 7 3mg) £ 4 ^7 ^ J t°'J •>'> (2 3 2mg) 
**isl>> (5ml) ^AtlM^^L^o 3B#f H ^4-^Dn-6, 7- 
^/ h + -J > (3 8 6mg) £flO;U 2 1^D^«L^ 0 

7-t? h >T®§{§©gL ?od AT-mmtZ v »J £ tfVU* o v h 7 7 ^ - d 
ctOffl!!^ ^ f ?uu*)\,K/mfc.z-*)\y (5/1) T"g§j§t<5£JIi"J27^ 
; ^ D7 ^77^ -Kck^SHU m®<D4t&®$:4 84rag % JR^7 OK 7? 

1 H-NMR (CDC 1 g , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 

4. 0 7 (s, 3H) . 6. 6 7 (d, J = 4. 9 Hz, 1 H) , 7. 2 8 (d, 

J=7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 

1H), 7. 47 (s, 1H), 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 
SSfefttffli (FD-MS, m/z) :4 0 3 (M + ) 

mm 15 3 

N- {4- C (6, h*v-4-;H"/l)-;U) 7x-;^ 

-N / - (2- y ^->7x-i) 71x7 (1 1 3) 
6, 7-^y h*x-4- (4-7;;7x;+-/) **7*y> (1 0 Omg) 
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£h;Ux> (10ml) ICflnJI&fcJ&LfcSU 2-i h + i/7i_;Kvi/7t- 
h (0. 3 6ml) m*., 40ft®tiammitz o ®m*%4k'&, 
a*Jl2*/S? J-jl (1 0 0/1) n ^T^aD^A/T-i? h> (5/1) 

1 1 2mg. tmi 5%T*ntz 0 

1 H-NMR (DMSO-dg , 500 MHz) -.6 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J = 7. 9H 
z. 1H), 7. 23 (d, J=9. 2Hz. 2H). 7. 39 (s.'lH), 
7. 5 5 (d, J =9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 8. 1 5 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) , 
9. 44 (s, 1H) 
WMfiVrm (FD-MS, m/z) : 4 4 6 (M + ) 

H»J1 5 4 

N- {4 — [ (6, h*i/-4-*^y D-;U) 7x-;M 

-N / - (3-^ h^->7x^) (1 1 4) 

6, 7-i^ b*i/-4- (4-7;;7i; + y) **7>J> (lOOmg) 
&h;l,x> (10ml) izUafm^lt:^ 3-^ h + ->7x-^v>'7t- 
MO. 3 6m 1) £Jd;U 4 0 #&1;!lQ&g$fc L fc 0 gaS£*n 
n*;UA/y (1 0 0/1) ^ &UT-?on*;UA/7-fe h> (5/1) 

Tgggt 5 >• v* £ fit 7 ^ * = ~ h / 7 7 - iz i * ?SS U SSS-fc^&t- 
31mg, W2 1^|fco 

1 H-NMR (DMSO-dg , 5 00MHz) : <5 3. 74 (s, 3H) , 
3. 98 (s, 3H). 3. 99 (s, 3H) , 6. 56 (d. J=7. 9Hz, 



WO 97/17329 



1 4 1 



PCT/JP96/03229 



1H), 6. 96 (d, J =7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m, 3 H) , 8. 5 5 
(s. 1H) , 8. 76 (s, 1H) , 8. 81 (s, 1 H) 
(FD-MS, m/z) :4 4 6 (M + ) 

15 5 

N - {4 - [ (6, 7-^> h*->- 4 :fr*->] 7x_;U} 
-N' - (4-y (9 9) 

6. h + i> - 4 - (4-7;;7x; + -» **'/'J> (8 1mg) 

£h;boi> (5ml) f cfln&?g8? L /cSL 4-^ h + y7x^;WV->7t- h 
(0. 29ml) £Jd;l n 4 0 I fc 0 ftthLtiMfttmiL b )\, 

^>Tifc#L^jS©ft£$i£6 Omg, lR^4 9%T'^/r 0 

! H-NMR (CDClg , 5 0 0MHz) : 63. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 (s. 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 32 
(s, 1H), 7. 47 (d. J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 
KM&tim (FAB-MS, m/z) :4 4 7 (M + +l) 

HJfe0ll5 6 

N- {4- [ (6, h*'>-4-**«/U-;b) 7z-il) 

-N / - (2-7Jl/tD7x-;l/) (116) 

6, 7-v?y h^^>-4_ ( 4 -7;>/7x;*j/) **7'J> (lOOmg) 
£h;bx> (10ml) KJnJIWSJ|?Lfc^ 2-7^D7i^ y*>7*- 
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MO. 3 0ml) fcJniU 4 0£MJtott«flELrt:o 4FftibJ LfciMiKU h 
;Ux>Tifc&l£ji0{b&$|£9 6m g, W6 6%T^^ 0 

* H-NMR (DMSO-dg , 5 0 0MH2) : 5 3. 9 8 (s, 3 H) , 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 

(m, 1H) . 7. 23-7. 27 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 54-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m. 1 H) . 8. 55 

(s. 1H) , 8. 65 (s, 1H) , 9. 26 (s, 1 H) 

VMSWftL (FD-MS, m/z) :4 3 4 (M + ) 

HWJ15 7 

N- U- [ (6, 1-*J* 4 'J -AO 7x_;U} 

-N' -n-7*)lTy\s7 (2 2 0) 

6, Nrv/-4- (4-7^7z/*'» +^-y;> (1 OOmg) 

£h;Ux> (10ml) fcMMMILfcSL n-W-fVv'T^-h 
(0. 29ml) Sin*. 4 05JfajDiijS«tL/Co J&K*fi*8L Si^^no 
*;UA/7*h> (5/1) TJg§a-9 u 5i/U^'!f;U*7A^Dvh^57^-lc 
<fc t) titM U aBa){b^«l* 7 5 m g , JOT 5 6 KT»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 0. 90 (t, J = 

7. 3 Hz, 3H) , 1. 28-1. 4 6 (m, 4H) , 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3H) , 3. 99 (s, 3H), 6. 23 
(br s, 1H) , 7. 14 (d, J =9. 2 Hz, 2H) , 7. 3 7 (s, 1 

H) , 7. 4 7 (d, J - 9. 2H2, 2H) , 7. 5 5 C« : 1 H) ; 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 
M£*?tt (FD-MS, m/z) : 3 96 (M + ) 
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N- {4 - [ (6. 7-vy b*i/-4 -*J 'J Jl) 7x-ib) - 

(4 - t e r t -^f;l/7x^^) J]Jltf*-y-i K (2 1 3) 
6, 7-S?y K + J/-4- (4-7S;7x; + '» +;>J> (5 4mg) £ 
rfJH£ D ° D ©4-t e r t-7^;U£.E§K (10 2mg) £N, N-^V^l,*;b 
K (3ml) icfcJBLfcSU l-xf-yU-3- (3' -Vtl-kT * J? 
ut'Jl) tM f Mi K$H (1 0 6mg) £Jd;U MfifcT6B3rH!l#lfc 
SS»0J5 1 ^i^D»l:J;,T^L^ SfflO<b^ft«r 2 9 m g x JRS£ 

1 H-NMR (CDC 1 3 , 9 OMHz) : 6 1. 3 6 (s, 9 H) . 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d, J=5. 3Hz, 
1H) , 7. 1-8. 1 (m, 1 1H) , 8. 4 9 (d. J = 5. 3Hz, 1 H) 
M&tiftm (FD-MS, m/z) : 4 5 6 (M + ) 

H»J15 9 

N- (4- [(6, 7-?y h*S/-4-*y Ud/) 7x-jI/) -N 

(4-t-y^7x-;l/) ft;MfrHTS K (15 6) 
^«J1 5 8THbft*:N- {4- [(6, 7 h*v-4 U;l>) 
7x-;U} - (4-t-7'fA7i-;b) K (lOOmg) 

£N, Vl-'Jjl?A,*jl,J>7Z K (3ml) KJMPLfcSL 7k#fb*-HJ«7A 
(lOmg) £Jd*.. O^KTlfcfflillfLfcifex 3**fcyf-;U (31mg) £ 

^J^4 8mg, JR$4 6%T?#fco 

*H-NMR (CDC lg . 9 OMHz) : 6 1. 2 8 (s, 9H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 3 2 (d. J =5. 3 Hz, 1H) , 7. 0-7. 3 (m, 8 H) , 

7. 4 2 (s, 1H) , 7. 5 0 (s, 1 H) , 8. 4 7 (d, J =5. 3 Hz, 
1H) 

MfeMrtt(FD-MS. m/z) : 4 7 0 (M + ) 
HWJ1 6 0 

N- (4-t-m7x-^) - {4- [ (6, 7-^y h^>>-4-^y 
W 7x-;b} a;MHr1K K (15 5) 

4- (6, 7-v?> h + f/-4- + yj;b) **i/&B.mWt (5 4mg) <hrfj 
I5S.04- t e r t -7*^;UT-U > (1 0 2m g) £N. N - V* f-;U*;UA 
7$ K (3ml) ■fcJgjBLfctk l-x^;b-3- (3' -i>^^^7^^o 
t e ;i/> ^ Ktttttt (1 0 6mg) £Jn;U MfcT6l$|IMI#Lfc!k 

£16*15 1 i^©*mc: < koTfllll!Lx Ii0fb^2 9mg, iR$3 5% 

1 H-NMR (CDClg, 90MHz) :61. 34 (s. 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2~8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

f?S##Ht (FD-MS, m/z) :4 5 6 (M + ) 

$mmi 6 1 (#^J) 
2- (6, l-'Ji h*i/-4-*; W -2- (4-7u*7 x.-)l) j 

■b K - | I I iL 

rf!llR0 4-yD*7x-^7-t h- h D;U (4. 3 g) £ h^i> (1 0 ml) 
fc*»U OtXfifcfcTtffcft* rt^t^MJ^A (l. 0g) ^80^5 Ot; 
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(2. 2 g> £tinz.i 5^«^ fcz&mm^jirM&itzo m*mm 
^-mj^at^^ mmzsttki, im*^*vy/m&3Li-)\, (2/n t 

fi§fl* £ U # y Jit ? a ? d ■? b ? v 7 < - fz «k *) m $ L s 
8 5 0mg, iR^2 2%TH^o 

1 H-NMR (CDClg . 9 0MHz) : 6 3. 6 6 (s. 3H) , 
3. 8 0 (s, 3H) , 5. 4 0 (s, 1H) , 6. 7 4 (s, 1 H) , 6. 9 
-7. 4 (m, 6H) , 8. 54 (d. J=4. 6Hz, 1 H) 

It^I(FD-MS, m/z) :38 2 (M + ), 3 8 4 (M + + 2) 

36»«ll6 1Tfl|&n^:2- (6, 7 - >M h*v/-4-*y U;b) -2- 
(4-7Dt7i-^) 7-fe h-HJ-rt' (8 5 0mg) £ 6 0 (5 
ml) (c^Ll^tlD^iS^ *£7>*-7#©A^fcSSKavirt£ 0 £ 

its stt^DD*u/^;-^ (loo/i) TgHtss/yay^a 

* H — NMR (CDClg, 90MHz) :<53. 90 (s, 3H), 
4. 0 2 (s, 3H) , 4. 31 (s, 2H) . 6. 9-7. 5 (m, 7H) , 
8. 6 3 (d, J=4. 4Hz, 1 H) 

®fi##HI (FD-MS, m/z) :3 5 7 (M + ) . 35 9 (M + + 2) 
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flffiflll 6 3 (#%0J) 

7;HJ*>5?a^T> Hig^Jl 6 2T-^btl^6, 7->V h + ->-4- (4- 
:/n*7x^;M^;b) *yy> (2 5 0mg) h7kKn77> (4ml) 
Kig$L-7 8°C£T#£|]Lrt:^ 2. 5MOn -^f-A-'J^A^*-^^ 
(0. 3ml) £}8fF L 1 NFf8jfll# L tz 0 ftic, fh5tKb77> (1ml) 

fll£^*-y->/#&X7^ (3/1) T»Jg&j§t*S^#y^5i^o-7 h**5 

* H-NMR (CDC 1 3 , 9 0MHz) : 6 0. 7-1. 6 (m. 2 7 H) , 
3. 88 (s, 3H), 4. 02 (s, 3H), 4.*34 (s, 2H) , 7. 0 
-7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

HJfii0Jl6 4 

{4- [(6, 7-?y h*>'-4-*>"J40 y?-;t/] 7x-;U} (4-t 
-^f-;U7x_;U) *$jy (16 2) 
£ifeWl 62T*#£ftfc6, 7->7^^-4- (4-hU-n-7 , 7 t ;bX 

^-*7x-;wfjb) +y y > (8 2mg) N Tf5iS04- 1 -^i^yy 

^oij K (31mg) fcicflW^otTx (h U 7xi;b*77-f » /<7 5? 
(II) *«'J K^^nc*.^/-. (3ml) £*mbi_... Jn«i«*T-. l 5?*K| 

ft* 'J «7A*»J(re»Lfc. ^7K5S»^- h U -7 AT&&lfc££g£U Stt 
£^if>/#Ki*;b (2/1) -eJg§ii1--5»S^D"7h/7 7^-{cj;t)m 
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X H-NMR (CDClg, 90MHz) :<51. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2 H) , 7. 0 
-7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

M£*rtt (FAB-MS, m/z) :4 4 0 (M + +l) 

H»J 16 5 

N- (4-7^Q7z^) -N' - (4- [ (6, 7 -it* h*j,-4- 
*y*)Jl) y^-M ^^U7 (2 0 3) 

6, 7-?/ h + >-4- (4-7;;7xy + -/) *;>J> (lOOrag) 
*h;l>x>.(i0ml) tcJn&&8? 4-7WD7x-;l/Wys/7 
(5 2mg) «.Jn^ 2 4B*MJDJ»«flELfco »«E£«*U Sfi^^o 
o*;i,A/y*y-;u(ioo/l) T*Jgg§ n^'MmfA^nTh/? 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 93 (s. 3 H) , 
3. 95 (s, 3H) , 6. 5 0 (d, J =4. 9 Hz, 1 H) , 7. 15- 
7. 2 5 (m. 4H), 7. 40 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz, 2H), 8. 50 (d. J = 5. 5Hz, 
1H), 9. 80 (brs. 1 H) , 9. 84 (b r s, 1H) 
Ktafftt (FAB-MS, m/z) :4 5 0 (M + +l) 

MM® 16 6 

1- (4 -7JU^D7x-;l/) -2-V77-3- {4- [ (6, 7-V* K 
*i/-4-*y U;U) 7x-;M y7- s J> (2 04) 

&Jfcflll 6 5T^bnfeN- (4-7^o7xiA) -N' - {4- [(6, 
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h + i/-4-^y 7i -; U} f^^UT (3 3mg) , 

?'^n^.>^^; K (31mg) „ tei&&<D vfu VjUl+jI, 
7i>%mU*\s> (10ml) KMtmilZo CCKTHF (1ml) 

itz*>7i-i k (i6mg) ita^mMv-tmwLtz 0 m&E&u g&& 

tuu*)\,K/*?j-)\, (100/1) -pJBH-rsJ/'J^y^^A^DTh 

1 H-NMR (CDC lg , 9 0MHz) : <5 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 
7. 6 (m. 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
®fi##rte (FD-MS, m/z) :4 5 7 (M + ) 

16 7 

N- (2-7 ;l/tD7x^) -N / - {4- [ (6, 7-?/ h*->-4- 
*>"J;U) 7x^M j-Hr^UT (2 0 5) 

6, 7-^ h^>>-4_ (4-7W7x; + y) *y »J > (1 0 Omg) 
*h;bx> (10ml) rt^j^L/c^ 2-7^D7x;W-i'Vy7 
*-h (0. 0 5ml) ZUa^ 2 4#mm&mi1z 0 «g±U SS« 
* o n A/V ^-^(10 0/1) ->'J*m5A^D7h 

H-NMR (CDC lg , 9 0MHz) : 5 4. 0 3 (s, 3 H) . 
4. 05 (s. 3H). 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 
8. 0 (m ; 1QH); 8. 53 (d, J = 5. 1Hz, 1 H) 
K*#tfli (FAB-MS, m/z) :4 5 0 (M + +l) 
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H9S0J16 8 

1- (2-7;l/to7x-;l/) -2-y7y-3- {4- [ (6, 7-S?y h 
^^-4-^yj^) y^-M ?7-V> (2 0 6) 

HWJ1 6 7T^bfl7tN- (2-7Wd7x^) -N' - {4- [(6, 
h*S/-4-*y 7x.=Jb) **7L/7 (4 2mg) > 

s Ji/9n*.*i'j\,1jA,tfV'( i K (3 7m g) „ &&fi©i>V 77*0 b\H/Xf-;i, 
7i>*mU1-l'> (1 0ml) fcfcl&lfco CCKTHF (1ml) (c&jg 
Lfc->7*$ K (2 0mg) ^tra^ST—lifett^L^o £&£®£U M* 
9ua*/i,&/jt*;-j\, (10 0/1) vm&t&'sVtjffrtjy&tBVh 
yy7 4-\z*!)tmU mm<D<t&®£4 lmg, JR*9 9KT?»fc 0 

1 H-NMR (CDC l g , 9 0MHz) : 5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1- 
7. 6 (m, 1 OH) . 8. 4 7 (d, J = 5. 3 Hz, 1 H) 
(FD-MS, m/z) :4 5 7 (M + ) 

mmm 1 6 9 

N- (2-> h4'>7x^) -N / - {4- [ (6, 7 -if* b*i/-4- 

**v0 7x-;U} (2 0 7) 

6, 7-5» h*«>-4- (4-7i;7*y + i/) + y»J > (lOOmg) 
£h^x> (1 0ml) ttlniN&OTLfcik 2-y h*i/7x-;Uf-*^yi/T 

(0. 0 5ml) «n;U 2 4 ^JnlWS«E L fz 0 tmtB&U 
?no*;UA/y (1 0 0/1) TiRMf S^y*^*7A^n-7 h 

^77^-{c«kt)^|5|U 3cS<Z>ft£$£7 8mg N CT50%T^ o 
1 H-NMR (CDClg. 90MHz) :<53. 86 (s, 3H) , 
4. 04 (s, 3H), 4. 05 (s, 3H) . 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
M£#HI (FAB-MS, m/z) :4 62 (M + +l) 

HWJ17 0 

N- (2-yfJl/7x-;l/) -N' - {4- [ (6, ^4^-4-4. 
7'J>>U) ttVlsT (2 0 9) 

6, h + y-4- (4-7;>7xy + -» +;>J> (80mg) =£• 

hJl/X> (10ml) lcjD»r§j|?LA:^ ^7x^Wym- 
h (0. 0 4ml) £fln;t> 2 48^1*10^^ I *: 0 7§&£§*U im*?v 
a*;bA/V*y -;u (100/1) TM^t'-S > U tiYfoii 7A^D?h/7 
^-HJ^HSU SH©ft;£«-3 lmg. iRs£2 6%T*f fc 0 

1 H-NMR (CDC lg , 90MHz) :52. 3 8 (s, 3 H) , 
4. 03 (s, 3H) , 4. 0 4 (s, 3H) , 6. 5 0 (d, J =5. 3 Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 
M£Wtt(FD-MS, m/z) :44 5 (M + ) 

HWJ17 1 

N- (3-^;U7x~JlQ -N' - {4- [ (6, 1- ! J* h*v-4-* 
y V;U) 7i-;M j-*^U7 (2 1 1) 

6, 7- y> h^>— 4 - (4-7;;7x; + -» *yj > (8 lmg) * 
h>Ux> (10ml) £JnJII*fl?Lfc«, 3-y^;l/7x-;l/f-*>f vi/7*- 
H (0. 0 4ml) *:*n5-. 1 5£F£M&«*!U>^ &&£®*L. ?ifliF£*D 
o A/V ^ y ( 1 0 0 / 1 ) Tg&at * >"J*m7i?D7h /5 

1 H-NMR (CDCL, 9 0MHz) : 5 2. 40 (s, 3H) , 
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4. 03 (s, 3H) . 4. 05 (s, 3H) , 6. 5 2 (d, J =5. 1Hz, 
1H). 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
M£tffll (FD-MS, m/z) : 4 4 5 (M + ) 

1- (2-yf;b7x^b) -2-^77-3- {4- [ (6, 
v-4-*rJ t^-iy] 7x-;H 7T—Vy (2 1 0) 

»ll7 0T'||bM- (2-/?-;U7x-Jl/) -N' - {4- [(6, 
7->V h + f>-4- + y 7x-;H **7V7 (24mg) , 

V } s9n^*i/)i,ij)i,tf>;j * K (4 5mg) N HifliO^y^D^x^ 
7$ >£J£ft^f-l/> (7ml) »C»|PLfco CCCTHF (1ml) ic&Jgl 
fcW5K(28nig) ^jD^lfiT'-BfeHJfLfco *tt*B*U 
dd*u/^;-^ (100/1) 7?JRM-r4>'y*y;l/*7A^n?hr 
5 7 -fie*!) Mi U »Bloft^tt«:18mgx JR¥7 6KT?»fc 0 

1 H-NMR (CDClg, 5 0 0MHz) :62. 36 (s, 3H), 
4. 03 (s, 3H). 4. 04 (s, 3H)., 6. 46 (d, J=5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m. 9H) , 7. 5 0 (s, 1H) , 8. 4 9 
(d, J = 4. 9Hz, 1H) 
VMSWm (FD-MS, m/z) :45 3 (M + ) 

%vmn 3 

1- (3-y *;U7x-;l,) -2-->7y-3- {4- [ (6. 1 — v } 
: s-4-*; ■? yr-i?> (2 12) 

7 iT»&nfcN- (3-y*;u7x^;io -n' - {4- [(6, 

F*>/-4-+;tJA) 7x-;U} **7l/7 (I8ng) , 
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152 

t J t s{rws.*i/)i,fiji,tfi?>( i K C3 5mg) , »«*©s;>f y^o f;bxf-;u 
>*&{tt*l>> (6ml) tmmitzo ::i:THF (1ml) {c&j|¥L 
tzi/Ti-i K (2 3mg) £Jn*Sfi-C-lft«# L fc 0 »»*ff*Ls 
□ n*;l/A/y^y-^ (l 0 0/1) Z*mmtZ v V XfJlftyJ*? o ■? 

X H-NMR (CDClg, 5 0 0MHz) : <5 2. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 04 (s, 3H), 6. 48 (d. J = 5. 5Hz, 
1H) , 7. 10-7. 4 5 (m. 9H) , 7. 5 1 (s, 1 H) , 8. 4 8 
(d, J -5. 5 Hz, 1H) 

RftaUfM (FD-MS. m/z) :4 5 3 (M + ) 

H*fe#J 17 4 

4-bKD^->7x-;b 3-h'j7^Dt^i/7x^ h > (#%flj) 
^WJ2 2T^4- h'J-n-y^;U^>-l-y h + -»f;l/7x;-jb 
(1. 3g) <hrUH& n D n©4- (MJ7;I/*ny K>W;U *cm<> 

^^o'iK (6 7 4mg) £?on*;bA (5ml) K&flSU rfHRSCh* 
* (h 'J7x-M«X7^ » a'7v?9A (II) 9nV K (8mg) £A*U 
lBfeS^Lfco £ftM&03£3[te0J2 3 £E»©#fc^£Iit5<toJ:t>f*Sx 

(2. Og) *fh7kKD77>(4ml) HfcJBS-tK 7k (5 m 1) £6N 
*HfeK»tt (15ml) *to*T8B#H»ttlfco EI&8£4&£*£* n o*;l/ 

M#0fli (FD-MS, m/z) :2 8 2 (M + ) 
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*y U ;lQ 7x_;l) y ?y > (2 8 4) 

H«J1 1 7T-^4-t Fo + y7x-;l 3 - h »J 7;^d^^.> 7i - 
^ (5 8 1mg) im^O 4 - ^;U7 ^ / t°'J > (2 7 7mg) 

£*'>|y> (2 0ml) ^Atl N 7;^*>^Tlfi«L/; 0 lB#r B ^4- 
^no-6, h + WJ> (4 6 0mg) 2 4B$P a m*&M 

on* * Afi^^cgiK -7 y * t«M L /Co &ET&S?g£&*# & tifc« 

^PVh^77^~|Cct^f|^ XK^PDsh^A/Mli^^ (5/1) -c 

56Bt «M •> 'J * ¥)\> 9 o v h >fz> 7 -f - c j; <9 u £jS©-ffc£$i£ 
4 7 Omg, 9%T^/i 0 

H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 0 7 (s, 3H), 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 28 (d. 
J = 8. 5Hz, 2H) , 7. 3 5 (d. J =8. 7Hz, 2H) , 7. 4 6 

(s, 1H) . 7. 47 (s. 1H) , 7. 89 (d. J = 8. 5Hz, 2H) , 
7. 92 (d. J=9. 2Hz, 2H), 8. 59 (d, J=4. 5Hz, 1 H) 

SS^tFrfil (FD-MS, m/z) :4 6 9 (M + ) 

fUtWl 7 6 

^Kn D oO-hny^> (10ml) tk miED^T-y-^ (1. 0 8 g) <t 
mKn D n©4-3-KX>^;^Dg k (2. 6 7 g) imflS D a 0 ®^ y x;Hf-7 
* (I M) h>)7)ltat?>XJl<*Z-t (6 2 0mg) «D;U 6 O'Cic 
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^722mg, iR$2 1%T^o 

(FD-MS. m/z) :3 3 8 (M + ) 

HWJ 17 7 

4-bKa^^7x^ 4-3-K7x_;l h > 
£1601 1 1 9TH/c4 h + ->7x-;l/ 4-a-K'7x-;l/ >r h > 
(7 2 2mg)^i?^o D ^> (2 0ml) fc»«U *#T1. 0M*"d> 
HJ7*o* K-^DD^>S»'(9ml) £flD;U ISWLt 0 lift* 

i^^TRMt« *> 'J * Yk-h v A * □ v h 7 7 4 - fc«fc t)f|S{ U ^jgo 
ft&$l£3 8 Omg, JR$5 5%T-^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J =8. 6 Hz, 2H) , 7. 9 2 (d, J = 8. 5 Hz, 2 H) , 10. 4 7 
(s, 1H) 

»«3HFrffi (FAB-MS. m/z) :3 2 5 (M + +l) 
Htftffil 1 7 R 

(4- [(6, 7-^f^->-4-^y'J^) ^'>3 7x-M (4-3 
- K7x_;b) y^y > (28 5) 

7^^>»«Tn Hte0Jl 2 0Tilfc4- b Kd**7*-^ 4-3 - K7 
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x^jU y h> (3 8 0mg) tA-Vt+toTi J t'V i?> (1 5 8mg) £ 
+ ^l/> (llml)^AnSSW»Lfc, 2«4-!?oo-6, 7- 
Y*is*J i) > (2 6 2mg) «u*, 1 Bfe^raHftjg^t L 7^ 0 g£tt&tt*tt 
fD8fflt*** h 'J 7 * □ D*^AT^1^ * D d *;lA/I£4i7M5fj 

Ii:^DD*;l,A/|Eixf;b (5/1) TJRKtS 

»»-> u i]¥)\><7u-?hy?n-\z£K>nm u mm<Dib&®£ a 5 9 m g> 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s. 3H) , 
4. 07 (s, 3H), 6. 66 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=7. 6Hz, 2H), 7. 46 (s, 1H) , 7. 47 (s, 1 H) , 
7. 54 (d, J = 8. 6Hz, 2H), 7. 88 (d, J=7. 9Hz, 2H) 

. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 

H) 

(FD-MS, m/z) : 51 1 (M + ) 

t&mi 7 9 

miRffiO-hD-y*:/ (10ml)+> mBSn D D®7-V~;U (l. 0 8g) i 
mfign D D 04-yD^>^;l / ^D>J K (2. 20g) timSi<0^ y f;Hf* 
A (I I I) HJ7;l*ny*>;uM?*-h (6 2 0mg) ^ 6 0*011 
*C 1 Bfc8l# Lfco SlES^^TKi ? o d *;UAT#®&x ? o □ * ;t, A!£& 

* ^TgftJ t Z 9 s U * y 5 A * d t h 7 7 h - K <k t) US! U £®<Z>ft 
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6 5g* JR*5 7KT$fc 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3H) , 6. 
97 (d, J = 8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz. 2H), 7. 80 (d, J = 9. 2Hz. 2H) 
Rft#tfrffi (FD-MS, m/z) : 2 9 0 (M + ) ,2 9 2 (M + + 2) 

mm so 

4-bKat'>7x^ 4-7*d^7x-;U h > (#%ffij) 

(1. 65g) ^-;^dd>^> (20ml) CggU 0M*n> 
M7*d* K-v?^DD>^>Sft(2.3ral) *Jo;U IS+ll^Lfco lft 

! H-NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5 Hz, 2H) , 7. 6 1 (d, J =8. 5 Hz, 2 H) , 7. 6 6 (d, 
J-8. 6Hz, 2H), 7. 74 (d, J-8. 5Hz, 2 H) , 10. 46 
(b r s, 1 H) 

MbMrffi (FD-MS, m/z) : 2 7 6 (M + ) . 2 7 8 (M + + 2) 
^btafBj 18 1 

(4- [(6, 7-^h^-/-4-»;'J;l/)^y] 7x^} (4-7 
°^7xij|/) y > (2 8 6) 
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x-;U >rh>(i. 18 2s) £4~2>yf-*7$ytry*> (5 7-3-mg) 
£*:>U> (37ml) ^Angfi^ittfLfco 3 0#&4 - * □ o - 6. 7 
-yy h-*->*y 'J > (9 5 4mg) ZtiQz., lttini»a«Lfco 

n*A>I*/mt*+Jl> (5/1) flliiniiy^WD7h^77>f- 
K.fc!5fHB!U SS©ft£$!£l. 5 7 4 g^ iR$7 9%T*ffc e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) -.5 4. 0 5 (s, 3 H) , 
4. 0 6 (s, 3H) , 6. 6 6 (d, J =4. 9 Hz, 1 H) , 7. 2 7 (d, 
J -=8. 6Hz. 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 
7. 65 (d, J = 7. 9Hz. 2H), 7. 70 (d. J=8. 5Hz. 2 H) 

. 7. 90 (d. J=8. 6Hz. 2H). 8. 58 (d, J=5. 5Hz, 1 

H) 

(FD-MS, m/z) :4 6 3 (M + ) . 4 6 5 (M + + 2) 

M$0U8 2 

{4- [(6 . 7-^n4-/-4-4;'J;b) t^y] 7x-;b} [4- 
(N-yfjU^gy) y^y>(28 7) 

7^d*>^T, «m2 3T3§fc4-kVn*->:7x.=Jb 4-^0^7 
7"h> (2 3 2mg) *h*i> (5ml) 4^A*U MfcTfJlfoSON 
-/f-JHW5» (61mg),7-h'j7A t -7>*S/K (6 7mg) . 
t'X (hij7zZ^X7>f» /n 0 5^A (I I) ^ n "J K (7mg) ^.Jq^ 

10 otti 7*M«*Lfco sjcaM^ttm^ h u 
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ET8li§±&f|bftfcgy6&. ^Dnsh^A/y^y-jb (10/1) r-ggg 
2%T#fc 0 

* H -NMR (CDCl gi 5 0 0MHz) : 5 2. 3 7 (s, 3H) , 
2. 58 (t, J = 5. 5Hz, 4H). 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 0 4 (s, 3H), 4. 06 (s, 3H), 6. 6 3 (d. J = 4. 9H 
z, 1H), 6. 92 (d. J = 9. 2Hz, 2H), 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s. 1H), 7. 81 

(d, J = 8. 5Hz. 2H), 7. 87 (d. J=8. 6 H z , 2H), 
8. 56 (d, J=4. 9Hz, 1 H) 

MfeWH* (FD-MS. m/z) :4 8 3 (M + ) 

HJfeflll8 3 

{4- [(6, 7--^h^->-4-^'ji) 7x-;b) [4-^e 

M'j;7x^] y^y> (2 8 8) 

x«;b yh> (232mg) £h;l/i> (5ml) ^A*U Mlcmi&S®* 
> (5 2mg) x h «J 9A t -7*h*-> K (6 7mg) N h*x (h U 
7x-WX7^» '^i^A (I I) ?DiJ K (7mg) fcjitfcSU 
1 0 0°C4UBfe$#l*: o ^^^fia^b^ h 'J^Ajjcfcfti^nn**, 
AT'ftlQU ^nn^^Al^TK^ifT^^i/^AT^l^o &ET®8® 
4ft»e»tifcKii^ ^nn^;l/A/tixf;l, (5/1) 1?jRBBt**)l2/ U 
*y^^D^h/77>r-KJ:*)*lt»U 3fS<ZHb&tl£3 2mg N iR$14% 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 34 (t, J =4. 9H 
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z. 4H), 3. 88 (t, J =4. 9 Hz, 4 H) , 4. 04 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 4 (d, J =5. 5 Hz, 1 H) , 6. 9 2 (d, 
J =9. 2 Hz, 2H) , 7. 2 6 (d, J =7. 3 Hz, 2 H) , 7. 8 3 
(d, J = 9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2H) , 
8. 56 (d, J = 5. 5Hz, 1H), 7. 4 9 (s, 1 H) , 7. 51 (s, 
1H) 

ftfi##H! (FD-MS, m/z) :4 7 0 (M + ) 
HWJ18 4 

(4- [(6, 7-^H^y-4-^7'J;b) tty] r4-L° 
oil v>V7x-;l/) t$jy (2 8 9) 

T^u^^Ts HJfe^Jl 23T^/c4-t Ko*->7x-jU 4-^d^7 
x-;i/ ^h> (2 3 2mg) £h;bx> (5ml) cJ^AtU Mf^rPHSno© fc? 
n 'J v > (4 3 m g) x ^- h U 7 A t - 7 h* K (6 7 m g) N t'X ( h'J 
7x-;U*x7 4 » (ID^d'JK (7m g) £Jn;ifc8L 1 0 

0 °C + 1 Bfc$# L fc„ KJ&££tt£fifttt< h »J 7 A* jfttt ^ DD * ;b A t 
? a o * ji, Afi&&7kfttt7 ^* A T&ii L £ c «ET»j»ei & 
ft^tl^M^ ^DD*;l/A/S|xf;l, (5/1) TJRH"fS«i$/yay 

X H-NMR (CDClg, 5 0 0MHz) : 6 2. 0 5~ 2. 0 8 (m, 4 
H) , 3. 3 8-3. 4 1 (m, 4H) , 4. 0 4 (s, 3H) , 4. 0 6 (s. 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z. 1H), 7. 24 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J = 9. 2Hz, 2H) , 7. 84 (d, 
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J = 8. 5Hz, 2H), 8. 55 (d, J = 4. 9 Hz. 1 H) 
(FD-MS, m/z) :4 5 4 (M + ) 

{4- [(6, 7-y7h^->-4-4;'J;l/) ^->] 7x_;l/} [4-e 

^'jy;7x^] (2 9 0) 

>ryy (2 3 2mg) *\)\,x.y (5ml) 4^Aft, Mlcm^Oh 0 
^'J v> (5 lmg) N i-h t h + y K (6 7mg) . fx (M 

7*-M«X7^ » /^v^A (II) ^D'JK (7mg) *1]Qz.tz'&, 

i o o i l ^ 0 sti&m&tyzmimt-h v u -7 atks^ ^no*^ 
^m^tiizmm^ ^no*w»ixf^ (5/n T-jg^-rs^iii/u 

;WU*Dvh/77^--lc,£*)*iS!!U lte©>fl;&«-7 5m g> JR^3 2% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 68 (b r s, 6 H) , 
3. 38-3. 39 (m, 4H), 4. 04 (s, 3H), 4. 06 (s. 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H), 7. 25(d, J=8. 5Hz, 2H), 7. 45(s, 1H), 
7. 5 2 (s, 1H) , 7. 8 0 (d, J =9. 2 Hz, 2H) , 7. 8 6 (d. 
J = 8. 6Hz. 2H), 8. 56 (d, J=4. 9Hz, 1 H) 

M#tfffii (FD-MS. m/z) :4 6 8 (M + ) 
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Mt&ffl 18 6 

N- (2-/ h*y-4-b'7xx;l,) -N' - {4- [ (6, 
•>-4-4V'J;i/) a-fryQ 7x-;U} 7U7 (2 2 2) 

6, 7-^ h*i>-4- (4-7^7x; + -» +y >J> (5 2mg) £ 
h^x> (5m 1) KMU h 'J x^;U7 i > ( 1 m 1 ) £iJD*.fcgL MJ 7 
(5 2mg) 2^WJDl»««[Lfco 5iS«[{c2-y h*S/-4 

-h*7i-Jl/T$ > (103mg) *JD^. N 13^MLfc 0 EfcftlCifc 
R*** h U 7A7k^^Sa^, KKx^;UT2|HIfflifc Lfc&WOT£!Sfn£:!I 

a^;UA/74rh> (10/1) T*fllljhh£ *> U ti *f)l>fj 7A^D7 h 7 ^ 
-fw«fc£*l8i!U g^cDft&$l£8 9mg, JR^9 8%T'&tz 0 

1 H-NMR (CDC 1 3> 5 0 0 MHz) : 6 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d, J = 8. 5Hz, 1 H) , 7. 1 0 (d, J =8. 6H 
z, 2H), 7. 21-7. 37 (m, 4 H) , 7. 43 (s, 1 H) , 
7. 5 3-7. 5 9 (m, 5 H) , 7. 7 9 (s. 1 H) . 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, 3=2. 4Hz, 
1H) 

HMftHrffiL (FD-MS, m/z) :52 1 (M + ) 
&&60J1 8 7 

N- (2, 6 -Vlvfu b°;U7xx;t/) — N' - {4- [(6, 
*->-4-*y ^-^s/] 7xx;U} ryuj (2 2 3) 

6, 7-*V h*->-4- (4-7$y7xy + ix) *>"J > (54mg) «• 
h;Ux> (5 m i) h l )JL?jl,7i > (lml) £Jn*.5t& N MJ 7 
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txy> (53mg) zmz.. 8$mi}ummitz 0 £is&ic2, 

n£)l7->)y (0. 05ml) ZUq^ l 5$mQM&mitz 0 mmzm 

*)l&/7-th> (10/1) T~mffltZ>i/')fJ>fJltJ72±>?n-?hy774- 
K^ftSIU %m(Dit&VS$:6 9mg. W7 6%TH£ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 2 6 (m. 12H) , 
3. 3 9 (m, 2H) , 4. 03 (s, 3H) , 4. 0 4 (s, 3H) , 
6. 0 9 (b r s, 1H) , 6. 28 (brs, 1 H) , 6. 4 2 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J = 8. 5Hz, 2H). 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m, 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 

(d, J = 4. 9Hz, 1H) 

Wlfttfrfl (F D -MS, m/z) : 4 99 (M + ) 

18 8 

N- (2-?aa-4-- hn7x_;b) -N' - {4- [ (6, 7-v^ h 
*v-A-*J V )V) 7x_;U} frU7 (2 2 4) 

6, 7-^f + y-4- (4-7S y 7xy*-/) *y 'J> (1 0 4mg) 
£b;l,x> (10ml) \ZlX\fmMLtz^ 2 - ? a v - 4 b a7 
7 >7*- h (1 5 Orag) £7J0*. N 1 O^fem^iiM L/; 0 #rtfcLT£*:£li 

1 n n o^m*- . 

* H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s. 3 H) , 
3. 9 5 (s, 3H) . 6. 4 6 (d, J = 5. 5 Hz, 1 H) , 7. 2 4 (d, 
J = 9. 2 Hz. 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1H) , 7. 
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62 (d, J = 8. 6Hz, 2H), 8. 23 (m. 1 H) . 8. 35 (m, 
1H). 8. 46 (d, J = 5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (b r s, 1 H) , 9. 85 (brs, 1 H) 
WMfiVrM (FD-MS, m/z) :4 9 4 (M + ) , 4 9 6 (M + + 2) 

nmm 1 8 9 

N- (3-?pa-2-y h^^7x-;U) -N' - {4- [ (6, 
h4-->-4-*y'J;t/) 7x-i) ?uy (2 2 5) 

6, h*>>-4- (4-7;;7W + y) 4-7 V > (5 8mg) £ 

h^x> (5ml) Kmfmmitz&, 3-^no-2-yF + y7x-Wv 
•>7*-h (0. 1ml) £jn*, 22^JDj&MUc 0 HS^dd^ 
/7-fe h> (1 0/1) TfJUBatS^'J^y^^A^o^ h^77>f -ICcfct) 
*IS8 U SS©fb^^ 75mg, ft$ 8 0 %T^/; 0 

*H-NMR (CDC 1 3 , 5 0 0MHz) : (5 3. 7 3 (s, 3H) , 
4. 02 (s, 3H), 4. 05 (s, 3H) , 6. 47 (d. J=5. 5Hz, 
1H) , 7. 01-7. 06 (m, 2H) , 7. 1 5 (d, J=8. 5Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 2 (d, J =9. 2Hz, 2H), 
7. 57 (s, 1H). 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2H) 
. 8. 50 (d, J=5. 5Hz, 1 H) 
M£*ffi (FD-MS. m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 

190 

N- (2-?oD-6-y?-;U7x-;l/) -N' - (4- [ (6, 7-v f y k 
*S/-4.-*V U;tQ **v/) y*-)l) 7U7 (2 2 6) 
6, 7-^y h*->-4- (4-7i;7x;^«» *;'J> (5 2mg) * 
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h;Ux> (5ml) LfcSU 2 - * n □ - 6 - > ^;U^ x^;U>r 7 •> 

7*-h (0. 1ml) fcjn*., 1 7^raanM«EL^ 0 flrilJLTSfciSfifctt 

X H-NMR (DMSO-dg, 5 0 0MHz) : 52. 28 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H) , 7. 1 8 (d, J =9. 2 Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) . 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H) , 7. 98 (s, 1H). 8. 45 (d, J = 5. 5 Hz, 1 H) 
. 9. 0 3 (s, 1H) 
M&fffll (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

nmm 1 9 1 

N- (3-? np-6-y ht->7z-;l/) -N' - {4- [ (6, 
h*i/-4-*J U;l/) *-*->3 7x-;U} (2 2 7) 

6, 7 -it* h*>-4- (4-7;;7x; + y) +yj > (5 2mg) £ 
h^x> (5ml) IcJnaS^LfcSU 3-^oo-6-y ^^7i^W v 
•>7*-h (lllmg) S-flQ*., 29&jmMX&ltLo ^^d^U 
/T*Y> (1 0/1) •eBBBt<5*>U*y;U*7A^OT - HJ;!) 

flttU *»D<fc£4&£8 4mg. JR*1 0 0KT»fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 60 (s, 3 H) , 
3. 9 9 ( e , 3 H) , 4 . 0 5 ( s . 3H). 6. 4 6 < <? : J = 4. 9 H z . 
1H), 6. 69 (d, J=8. 5Hz. 1 H) , 6. 90 (m, 1 H) , 
7. 11 (d. J=9. 2Hz. 2H), 7. 42 (s, 1 H) , 7. 53 (d, 
J=8. 5Hz, 2H), 7. 58 (s, 1 H) , 7. 82 (s, l H) , 
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8. 32 (m, 1H), 8. 48 (d, J =5. 5Hz, 1 H) , 8. 52 (s, 
1H) 

mfkftVrM (FD-MS, m/z) :479 (M + ) , 48 1 (M + + 2) 
H»J19 2 

N- (4-?pp-3-- hQ7x-^) -N' - (4- C (6, 7-->7h 

7i-J^) frU7 (2 2 8) 

6, 7-^^ h + ->-4- (4-7$/7*y + J/) +y >J> (5 2mg) 
>^x> (5ml) KiJD&J8fl?LfcSU 4-^oo-3-^hD7x-JK7-> 
7*-h (2 2 4mg) £Jjn;i. 8&ffitm&mLiz 0 ffttiLTgfcfeSl£tt]R 
U h^x>T«»t5^ilcJ:05Bi©<t^Ki*l 2 5mg, iR*7 5^ft 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J =8. 5 Hz, 2H) , 7. 3 8 (s, 1H), 7. 5 1 (s, 1H), 
7. 6 0 (d, J = 8. 5Hz, 2H) , 7. 6 5 (s, 1 H) , 7. 6 7 (s, 
1H) , 8. 3 1 (s, 1H), 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
9. 0 1 (s, 1H) ,9. 2 7 (s, 1H) 
MM^VtM (FD-MS, m/z) :4 6 3 (M + ) , 4 65 (M + + 2) 

mmm 193 

N- (2, 4-^od7x^) -N / - {4 - [ (6, 7-i?y h*S/- 
4— fry 'J;lQ 7x-;M frU7 (2 2 9) 

6, 7->>V hfr->-4- (4-7;;7*y*v/) fry > (53mg) * 
(5ml) Lfcflu 2, 4-^^007x^7^- 
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h (1 1 5m g) Ztiaz., 2 O&JSmaUhMtiLlIZo tfriiJLT§fc*£ii£jfclRU 
hkx->T"&&tZZt\Z&lomm<D4k&®£7 4mg N l&$8 5%Tlifc 0 

! H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) . 
,3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 22 (d, 
J =8. 6 Hz, 2H) , 7. 3 9 (s. 1 H) , 7. 4 0 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2H). 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 
Mt£#ftt (FD-MS, m/z) :4 8 3 (M + ) 

nmm 194 

N- (2, 6-^DQ7i-Jl) -N' - {4- [ (6, 
4-^yj;U) 7x^) frU7 (2 3 0) 

6, h*^-4- (4-7;;7iMi/) > (5 2mg) £ 

h^x> (5ml) JwiBIJft»IPL^ 2. 6-y^DD7x-Hv>7^- 
r (12 5mg) £Jd** 1 2aTOJft»iftLfco tfrtULTifcJgf B ^8l!U 
r^x>Tifcfr*S;:£fc«fcD»0ft£to£8 lmg. iR*9 6Kmfc 0 

*H-NMR (DMSO-dg, 500MHz) : 5 3. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J =7. 9. 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. ?Hz : 2H) : 8. 2 3 (s : 1H) ; 8. 4 5 (d_. J=R ; RH7 : 
1H) , 9. 0 9 (s, 1H) 

(FD-MS. m/z) :4 8 3 (M + ) 
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N- {4- [(6. l-V* h*->-4-*y U;IQ 7x_;M - 

N / - [1- jl-j-Zf^Jl) x?-;u] 7U7 (2 3 1) 

6, h*<>-4- (4-7;;7x; + y) */'J> (54mg) £ 

h^x> (5ml) CJiiSIILfc^ 1- (l-^-7^;U) xf;Kvm 
-h (0. 0 5ml) £jljD;U 1 OOtiffimtmrnitZo ^^do*W 

n u mmoits®}* 6 5 m g , 7 2 %t#^ 0 

* H -NMR (DMSO-dg, 5 0 0MHz) : 51. 55 (d, J = 

6. 7Hz. 3H), 3. 93 (s, 3 H) . 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 3 9 (d. J =4. 9 Hz, 1 H) . 6. 7 9 (s, 1 H) , 

7. 11 (d, J = 9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

K*##rfit (FD-MS, m/z) :4 9 3 (M + ) 

H»J 19 6 

N- (2-n -yf-;U7x-;b) -N' - {4- [ (6, 7 - v> Y*v-A 
-*J U;U) 7x-;l) 9U7 (2 3 2) 

6, 7-*V h + v/-4- (4-7;;7x; + y) y > (1 1 9mg) 
*h;Ux> (i 2ml) K»»U Mxf-;U75 > (2. 4ml)^Joifc^ 
MJ7*xy> (l33mg) *Jd*., 2#KMnj»SSELfco ■RiSttK2-n- 
7-f;^x_;b7i> (0. 1 3ml) «rj*. 1 0#HJinJl!««Lfc o KiStt 
h y «7 ATK^^^-Jn^.^ * d d 2 lalfftttJ L rti&^BUlfcts 
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**nn#;UA/7-feh> (4/1) "eBB&tZ'> t )lJ¥JMi5l>9z3'?hy5 
7 j -\z£<om®l. W&<Ofc&m*l 3 Omg, JR$6 9%-?'Mtz 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) :<50. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 Cm, 2H), 1. 50-1. 57 
.Cm, 2H), 2. 59 (t. J = 8. 9Hz, 2H). 3. 93 (s. 3H), 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 98- 

7. 02 (m, 1H), 7. 12-7. 17 (m, 2H), 7. 19 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5Hz, 2H), 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 9. 1 1 (s, 1 H) 
K*£3H1 (FD-MS, m/z) :47 1 (M + ) 

mmmi 9 7 

N- (3-xF^->^;l/^7x-;l/) -N' - {4- [(6, 7-vMh 
*->-4-*yj-;U) 7x-;b} »U7 (2 3 3) 

6. 7-S?> h*->-4- (4-7$ y 7xy *-» *yj > (1 3 lmg) 
£ Wl/x> (10ml) icfln&i&&? U h 'JxWS> (2ml) fcjtaitfcau 
HJ7**y> (213mg) ^Un^s 2^raan*ftaiiftL^o S^tw3-7 = 
^fiSlxf Ax7f^ (0. lmD^jD^ 7 #®tiaimnitL 0 JRJStt 

7 -r -in* f9 US U IKDlt^l^ 214mg>Wl00 %Ti#*: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 6 (t, J = 7. 3H 
z. 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H>. 6. 4 5 (d, J=5. 5Hz, 1 H) , 7. 1 3 (d. 
J=9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J=7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J=4. 9Hz, 1 H) 
KS##rflI (FD-MS, m/z) :4 8 7 (M + ) 

H»J19 8 

N- (2, 3->??dp7^-;10 -N' - {4- [ (6, 7-i>/ K^jx- 
4-4V IW ^-4->] 7x-;l} 7t/7 (2 3 4) 

6. 7-v 5 / h + (4-7;;7xy + /) *y i| > (52mg) 

(5ml) JcM^L^s 2, 3-^DD7x-;Kvm- 
h (0. 0 5ml) tm*., 20#mQf&&Mltz o Kfc®%LZ?au*JUl./ 
7-fe r> (1 0/1) ■e®lit5v/ , J*>r > ;^7A^D-7h^77'f-lc < kt)^ 
18 U Sjg©ft:£$l£8 4mg N iR$l 0 0%T^^ o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 0 (s, 3H) , 
4. 05 (s, 3H). 6. 45 (d, J=5. 5Hz. 1 H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

M&ftVt$L (FD-MS, m/z) :4 8 3 (M + ) 
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19 9 

N- (2, 4->^dd7x^) -N / - {4- [ (6, 7-vV h*v- 
A-*J D;U) a-*>Q 7i^;l/} 7U7 (2 3 5) 

6, 7-^^ h**>- 4- (4-75^7x^*2/) +y«J> (58 m g) * 
bJl^y (5ml) CflDfl&iWlfcSU 2, 4-y?oD7x^Kvi/7^- 
h (9 3mg) £flD;U 2 O^HJDSWiifELfco SJEfcttfc* o D*;UA/7-tr 
h> (1 0/1) -eliltSy^W^A^PTh^?^ -^«k*5fln!!U 
M©ft£«!l£6 9mg, #$7 3%vntz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H) , 6. 4 7 (d. J =4. 9Hz, 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2H), 
7. 25 (s, 1H) , 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 4 3 (s, 1H) , 7. 5 2 (d, J = 8. 5H z, 2H) , 7. 5 6 (s. 
1H). 8. 40 (d, 3=2. 4Hz, 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

MbWriKFD-MS, m/z) :4 8 3 (M + ) 
H*fe#J2 0 0 

N- (3, 4-^dd7x^) -N' - {4- [ (6, h*i/- 
4-*yj;l/) ^-*i/] 7x-;U} 7U7 (2 3 6) 

6. h**>-4- (4-7;;7x;+-» (5img) £ 

b (102mg) Srfln*.. 8aHlDl*&fELfco tfrtii LT£fc*g|i£flDKU h 
1 H-NMR (DMS0-d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
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3. 9 5 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1H), 7. 14- 
7. 2 4 (m. 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 59 (d, J = 9. 2Hz, 2H), 
7. 88 (s, 1H), 8. 46 (d, 3 = 4. 9Hz, 1 H) , 8. 92 (s. 
1H) , 9. 0 0 (s, 1H) 
M#0Ht (FD-MS, m/z) :4 8 3 (M + ) 

HJS^I2 0 1 

N- (3, 5-^dd7x-^) -N' - {4- [ (6. 7- ! J* h*->- 
4-*y«j40 7x-;l/} »l/7 (2 3 7) 

6, h*->-4- (4-7U7x^-»+;'J>(53mg)^ 

K;Ux> (5ml) lctin&&$Lfc&> 3, 5-^DD7x-;Kvm- 
I s ( 7 6 m g ) * Jpi x 8 £MttlJ!ft&ft L /Co tFf fcfc L T § & jftft U hJl 
i > Tifcfr * * C 4 K «fc 0 %m®ik&m 7 5 m g , 45^ 8 7 %Ti#fc 0 

X H-NMR (DMSO-dg, 50 0MHz) :«5 3. 9 3 (s. 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 2 0 (d, J =9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 51 (s, 1H). 7. 54 (s, 1 H). , 7. 54 (s, 1 H) , 
7. 59 (d, J = 9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) 

9. 00 (brsi 1H) , 9. 07 (brs. 1 H) 
ItfbJtfHii (FD-MS, m/z) :4 8 3 (M + ) 
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nmm2 02 

N- (4-?on-2-- ha7x-;tQ -N T/ - {4- [ (6, 7-v^ h 
^v/-4-4yj;U) 7x-;b} 71/ 7 (2 3 8) 

6, 7-^t>+->-4- (4-7^7i7 + y) (123mg) 
£h;bx> (12ml) <CJtoiyg8?l*:^ 4-^nn-2--Fo7x-W 
V *7*- h (1 7 2mg) 1 4^rem^iSi5fEL/Co tlftti I T £ fc&H 

£«$U hJlx->-?mfttZ>Z.tiz£lomm®4t&®Zl 7 4m g> JR^8 5 

^ H — NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 7. 23 (d, 
J =7. 3 Hz, 2H) , 7. 3 9 (s. 1 H) . 7. 5 1 (s, 1 H) , 
7. 62 (d, J=7. 3Hz, 2H) , 7. 79 (d. J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2 Hz, 1H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1H), 10. 0 (s. 1 H) 
MfltfNi (FD-MS. m/z) : 4 9 4 (M + ) , 4 9 6 (M + + 2) 

N— (2-7;;-4-^oo7x^l/) -N' - {4- [ (6, 7->M h 
*i/-4-+; t^ ; A 7x_;l/} 7t/7 (2 3 9) 

N- (4-7UQ-2-- hn7x-;b) -N' - {4- [ (6. r 
fi/-4-*yj^) 7 71/7 (1 5 8mg) dd*;UA 

/ v * / _ «. /-a* n n m i. / 7 n m i / r m n I _ *>i-filS§M- MJ ^ 

/■ ' S * ' ~ / 'W* V •** — /■ • w »• — - - - 

A (1. Olg) *JD^x 6 0^X3 7#ISHt#Lfco ^□n*^AT2®tt 
aJLfc«*«l*ll«rt«l*T*»U fcTkiEK* h 'J 7AT*^*|L7to MET 
iK$8£U &m*9ai3*j\,J*/T*b> (1 0/1) T?HH1-*5"J.aY 
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17 3 . 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 5. 09 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d, J =2. 4 Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz, 1 H) 
. 7. 38 (s, 1H), 7. 51 (s. 1 H) , 7. 57 (d, J=8. 5H 
z, 2H) , 7. 7 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 89 Cs, 1H) 

H*feW2 0 4 

N- {4- C (6, 7-v>y h*->-4-*y ;*^->j 7x-Jb| - 
N' - (2-b'U ;!/*'-;!/) frU7 (2 4 0) 

6, 7-v?^ h + i/-4- (4-7;;7i;+-» +y >J > (7 5mg) £ 
h^x> (7ml) fcJni&«?U h'Ji^7;> (1. 4ml) *lBz.tz'&^ 

t>)7*xfy (2oim g ) tmz., itimnmmmuzo Rjfc&^-eu 

i?>JiJltf*-V-i K (1 0 2mg) ^Jn^. m®1}nm&tiillz 0 

*;UA/7-feh> (10/1) Tjgg§t^^U^y^^5A^o^h^^7^- 

X H-NMR (CDC1 3 , 5 0 0MHz) : <5 4. 0 6 (s, 3H) , 
4. 06 (s. 3H). 6. 49 (d, J = 4. 9Hz, 1 H) , 7. 20 (d, 
J = 9. 2Hz, 2H). 7. 43 (m, 1 H) , 7. 57 (s, 1 H) , 
7. 5 9 (m, 1H) , 7. 7 1 (d, J = 9. 2 Hz, 2H) , 7. 9 7 (m, 
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1H) , 8. 2 8 (d, J =7. 9Hz, 1 H) , 8. 5 0 (b r s, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (b r s, 1 H) , 10. 7 
(brs, 1H) 

WMftVim (FD-MS, m/z) : 4 4 4 (M + ) 
H»J2 0 5 

N- (3-?nn-4, h*-/7x-AQ -N' - {4- [ (6, 7 

hf>-4-^;'J^) 7*-)l>) frU7 (2 4 1) 

6, 7-;n + ->-4- (4-7^7x/*-» > (54mg) £ 

h^x> (5ml) iztiammitztit, 3-7dd-4* 6-^^^7xz 
;l"T 7 <> 7 * - h ( 7 6 m g ) £7)0;U 1 8 fi®mmm&i L £ 0 5Jfc$&£ ? o 
o*;bA/7-t? h > (10/1) TJg^t 4 i/ 'J ^7 ^'^^7 7 A ^ D ? 7 ^ 

-K^mSiU ^S©ft&«:9 3mg, «$1 OOWwo 

^ H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 6 (s, 3H) , 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 4 6 (d, J =5. 5Hz, 1H) , 6. 4 9 (s, 1 H) . 7. 1 3 (d, 
J=8. 5Hz, 2H). 7. 20 (s, 1 H) , 7. 42 (s, 1H), 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) 

MS##fM (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + + 2) 

? 0 6 

N- (4 -?pp- 2 -y ^;l7x-;LQ -N' - {4- [ (6. 7-vV S 
*<>-4-*y»J;l/) 7x-;U} fri/7 (2 4 2) 

6, 7-^> h + >-4 - (4-7^7x7 + ^) *>"J> (55mg) £ 
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hJlx.y (5 m 1 ) KlB?mtRlt:& 4-^no-2-y f;b7x-;K y •> 
7*-h (90mg) £fln;i. 2 6^P H 1Mii^L/Co tftftlT£fc& B 1i£&:$ 
U h^i>Tffi&*5Z£fc.fc!)gg©{l;£&£6 9mg; W8 0%T'it o 

1 H-NMR (DMSO-dg, 5 0 0MHz) :62. 2 6 (s, 3 H) , 
3. 94 (s, 3H) . 3. 94 (s, 3H) , 6. 4 4 (m, 1 H) , 
7. 18-7. 20 (m, 3 H) . 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
. 7. 51 (s, 1H), 7. 5 9 (d, J = 9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 99 (s. 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

M3MJfli (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + +2) 
HWJ2 0 7 

N- (2-^PD-3-/f-;l/7x-;b) -N' - {4- [ (6, 7~s?y h 
*'>-4-*y >J;lQ ^-4->3 7*-M fruy (2 4 3) 

6, 7-^V h + ->-4- (4-7;;7x; + >» *y»J > (5 2rag) £ 
h^x> (5ml) KM&§fl?L*:&. 2-^DD-3-yf^7 i -^v^ 
7*-h (0. 2ml) £Jo;U 12»iiiiLfcc SMM^dd^ 
A/7-fc? h> (1 0/1) TrJgBat£v/y#y^£5A? n-7 h?'574 ~lc«k 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 28 (s, 3H) . 
4. 0 0 (s, 3H) , 4. 0 3 (s, 3H) , 6. 4 1 (d. J =4. 9 Hz, 
1H), 7. 0 9-7. 15 (m, 4 H) , 7. 3 7 (s, 1 H) . 7. 3 9 
(s, 1H), 7. 42 (d. J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1H), 8. 44 (d, J=5. 5Hz, 
1H) 
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IIMi(FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + +2) 
HI&0J2O8 

N- (3-7^y-4-?PQ7x-;lO -N' - {4- [ (6, 7->J* h 
4->-4-^yjJl/) 7x-Jl) <7l/7 (2 4 4) 

N- (4 - ^dd-3-- hD7x-;l/) -N' - {4 - [ (6, 7-^V h 
*->-4-*y 'J;lO 7x-;U} (lOOmg) ^^od*aa 

/>^y-;U/7j< (5m 1/1 5ml /3ml) (c$$U **BfflN- h U *A 
( 3 5 8 m g ) £Jjo;U 6 0 °C \ZX 2 0 £|Hfflt# L fc 0 * n n *;|, AT 2 gHAfcti 

8£S*U g|flS£*nn*;l/A/7-fe h> (1 0/1) TKHtS •> U 
*7^D7 h^*v7^-^J;f9flSiU ii©<b^3 9mg, TO4 1% 
T»fc„ 

X H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) , 5. 3 0 (b r s, 1H) , 6. 4 5 (d." J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6H2, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 47 (d, J=4. 9Hz, 1 H) , 8. 5 6 (s, 1 H) , 

8. 73 (s, 1H) 

Mfi##?fit (FD-MS, m/z) :4 65 (M + +l) 
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0 9 

N- (3-y h*->7ab°;l) -N' - {4- [ (6, h**>-4- 
4-7 'J ;l) 7x-;l/} »U7 (245) 

6. h + i/-4- (4-7$ 7 7xy + » *y «j> (5 1mg) £ 

h;Ux> (5ml) IzMmfeMl, h'Jxf-;l/7S> (1ml) fcJniLfcSU h 
(5 4mg) £Jq* n 2»HftllWi«ELfco £fcifcfc3-y 
. t'^7 $ > (0. 0 5ml) £flD;i, 1 2^M«L^ 0 Mfc&K^K 

*;UA/7-bh> (10/1) TgBatS^'J*y^*7A^a-7h^77^- 

X H-NMR (C.DC1 3 , 5 0 0MHz) : <51. 82 (m, 2H) , 
3. 3 1 (s, 3H) , 3. 3 9 (m, 2H) , 3. 5 0 (t. J =4. 5 Hz, 
2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 5. 6 5 (b r s. 
1H). 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z. 2H) , 7. 41-7. 55 (m, 4H) , 7. 55 (s, 1 H) , 
8. 46 (d, J=5. 5Hz, 1 H) 
MfeMr* (FD-MS, m/z) : 4 1 1 (M + ) 

1 0 

N- (2-y h^i/xf;l.) -N' - {4- [ (6, 7 -it* 
yj;U) 7x_M frU7 (2 4 6) 

6, Y*i/-A- (4-7;y7i;+-» (5 2mg) ^ 

h^x> (5ml) KlBfmmU h'Jx^75> (1ml) ^jDi^ h 
U7*^y> (54mg) *jpi % 3^MBn|jai«Lfco RJKtt»c3-> h + 
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x*;U7S> (0. 0 5ml) £Jn;u 8 £H;tl[Mft3&l[ L fc 0 KJSfcli&ifck* 

U/T*\y (10/1) r-mffit2>y ] )ii>fJl>t)7l*?n^hy774-i Z £ 

X H-NMR (CDClg, 5 00MHz) : 5 3. 3 6 (s, 3H), 
3. 3 6-3. 5 3 (m, 4H), 4. 03 (s, 3H), 4. 03 (s, 3H) 
, 5. 81 (brs, 1H), 6. 43 (d, J = 5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz. 2H) , 7. 40 (s, 1 H) , 7. 45 (d, 
J = 9. 2 Hz, 2H) . 7. 5 5 (s, 1H) . 7. 9 2 (s, 1 H) . 8. 
4 5 (d, J =4. 9Hz, 1H) 
3ff*#*rtt (FAB-MS, m/z) : 3 9 8 (M + +l) 

HWJ2 11 

N- {4- [(6. 7-'^^'>-4-4;'J^)^->] 7x-;b) - 
N' - (2-b"U f-Jl) ft 1/7 (2 4 7) 

6, l-'J* h*i<-4- .(4-7$ > 7*y + -» > (5 2mg) £ 

h^x> (5ml) lcflnitia»U MJxWi> (1ml) £flD;ifc'{£ N h 
•j7+xy> (54mg) ZUa^ 2^BgjDJ!WB«Lfco RJS*fc 2 - tT »J 
^ ^;U7 S > (0. 0 5ml) £fln;U 1 2#r«&SMUc 0 SlSJfcfcKIl* 

^A/7.*h> (lo/i) TfaMt-s^y^y^^^^DTh^^^-ic 

-k»)*l«!C\ &S<Dfb£#l£7 6mg> JR$1 0 0%T#fc o 
*H-NMR (CDC 1 g. 5 0 0MHz) :<54. 00 (s, 3H), 
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4. 0 1 (s, 3H). 4. 5 8 (d, J = 5. 5Hz, 2H) , 6. 3 9 (d, 

J = 5; 5 Hz, 1H) , 6. 6 6 (m, 1 H) , 7. 0 5 (d, J = 9. 2H 
2. 2H) , 7. 18 (m, 1H) . 7. 3 4 (d, J = 7. 9 Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H) , 7. 54 ( s , 

1H) , 7. 66 Cm. 1 H) , 8. 40 (b r s, 1 H) . 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
MMtiVrm (FD-MS, m/z) : 4 3 0 (M + ) 

HJ60J212 

N- [ (4 - t e r t -7*^7x-;l0 y*;UJ -N / - {4 - [ (6. 7 
-V* h*^ -4-*y Uj10 (2 4 8) 

6, 7-^> h + y-4- (4-7i;7x;^i/) (50mg) £ 

C5ml) IzUammmU MJx^7;>(lml)»fcl h 
V7*xy> (5 5mg) Zttoz., 2mmmmmitz 0 S^ll (4-t e r 

t-75^7x^;io ^f-^7^> (o. 0 5mi) zua^ i2muomm 

*U &££*DD*,UA/7-feh> (10/1) T"Jg§§t*^*>r;I^7i. 
^D^h^ 7 ^-{- < | : ^^ Ls ^Ji©^^2 3mg N iR$2 8^o 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) . 
4. 01 (s, 3H), 4. 38 (d, J=5. 5Hz. 1 H) , 5. 81 (b 
rs. 1H). 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m, 7 H) , 7. 52 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1 H) 
@ft##Hi (FD-MS, m/z) :48 5 (M + ) 
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3H60O21 3 

N- {4- [(6, h*->-4-*y U;U) 7x-;U) - 

N' - (3-t°>) (2 4 9) 

6, 7-yy> + ->-4- (4-7i;7x;*» +7 U> (5 2m g) * 
hJUx> (5ml) Kfln&7$j|? U Mx*-rt<7S> (1ml) £flD*.fc& N h 
U7**y> (56mg) £flo;U 2$HBtolMMMliZo KJEfcfc 3 - t°'J 
/*)lTi> (0. 0 5ml) 12»mBD««*Lfco SJ&^I^KtK 

;bA/7-t?h> (10/1) T*S^t i •> ij 7A^avh^77-f~i: 

1 H-NMR (DMSO-dg, 5 00MHz) : 63. 9 3 (s, 3 H) , 
3. 94 (s. 3H), 4. 34 (d, J=5. 5Hz, 2H), 6. 40 (d, 
J =4. 9 Hz, 1H) , 6. 7 2 (t. J =6. 1 H z , 1 H) , 7. 12 
(d, J = 9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2H) , 7. 72 (d, 
J = 7. 9 Hz, 1H) , 8.' 4 3.-8. 4 6 (m, 2 H) , 8. 5 3 (s, 1 
H) , 8. 73 (s, 1H) 
M#fflt (FD-MS. m/z) :4 3 0 (M + ) 

^»J2 1 4 

N- {4 - [ ( fi- 7 J II ^ -7 T ^)U _ 

N / - U-e'Jy^MTvt/) 7 1/7 (2 5 0) 

6. 7-vM h**>-4- (4-7;;7i; + <» *y U > (5 2mg) £ 
h^x> (5ml) fcfln&igJBU HJx*;U7$> (1ml) £tn;trt:& % h 
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U 7 *xy> (5 3mg) 2».«U:o RlSfcfc: 4 - t e 'I isjl, 

**Jl7iytO. 0 5ml) *Jo^ 1 2ft®mmMMlt: 0 KJfcttlz&K* 

>U A/7-b f> > (10/1) TJggjlt -5 i/'J*W7A?D7h/57-f-i: 
•k D ««! U $eofk^«|«- 4 0 m g , 5 4 %T1#^ 0 

X H-NMR (CDClg, 5 0 0MHz) : <5 4. 01 (s, 3H) , 
4. 03 (s, 3H) , 4. 43 (d, J = 5. 5Hz, 2 H) , 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 08 (d, J=9, 2H 
2, 2H) , 7. 2 0 (d, J = 5. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 4 2 (d, J =8. 6 Hz, 2H) , 7. 5 4 (s, 1H) , 7. 8 1 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

HS^tfrfil (FD-MS, m/z) :4 3 0 (M + ) 
^Jfe0J2 1 5 

N- {4- [ (6, 7-S?y h^v-4-^y 'J;IQ 7x_;W - 

N' - [ (4- y>W;;7x^) y ?•;!/) .)U7 (2 5 1) 

6, 7->M h+ ; >_4_ (4-7;y7x; + y) +;ij> (51mg) * 
h)l>JL> (5m J ) tcjQ&&A?U h'Jxf-;U7^> (1ml) £/JD;lfc& N h 
V7**y> (5 5mg) £7jQ;i N 2$m®mLltz 0 KJCttic (4-v>V* 
^7^7x-;U) t+A, 7 i> (104mg) «n;U 1 2»IHMpJH«|Lfc. 

St^DD*W7th> (10/1) T-IMt5<>'Mm7A^D7 
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X H-NMR (DMSO-dg, 5 0 0MHz) : 52. 87 (s, 6 H) , 
3. 93 (s, 3H), 3. 94 (s, 3H) , 4. 18. (d, J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2H), 6. 7 0 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H). 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s. 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

nrntimm cfd-ms, m/ z ) : 472 cm + ) 

fUfefll2 16 

N- (4- [ (6, 7-vy ^e/-4-4^y <) )l) t^v] 7x-^} - 
N' - (3, 5-->'-hn7x-;b) (2 5 2) 

6, 7-^ h + (4-7;;7iy + -» +;>J> (54mg) ^ 

h^x> (5ml) izmmmitz'&s 3, 5-->'-FD7i-;KV^- 
h (8lmg) £7)n;Lx 2 0£P B W&g^lfco nm*jl,A/7-fe 
H> (10/1) 7:MffltZi/i)Jl¥JHi7A>?u-? h^7 7-f -K^ i?ft£|U 
5 3 m g , IR$5 7 %Tl#fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 63. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d. 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J*8. 5Hz. 2H). 8. 42 (s. 1 H> . 8. 47 (A, T 
= 4. 9Hz, 1H), 8. 77 (s, IB), 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 73 (s, 1H) 
M#tJHt (FD-MS, m/z) :5 06 (M + +l) 
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H»J2 1 7 

N- Q?p^>;i/) -N' - {4- [ (6, 7-->V h*is-4-*J U 
^) *4-'>] 7x-;U ^7 1/7 (2 5 3) 

6, h + S/-4- (4-7$y7xy*-» +yy> (2 0 0mg) 

£h;l,x> (5ml) ic^^L^ ^^D^^v^-j, 

(3 4 Omg) £SD;i N 8 0-9 0»»Lfc o RJ6ttlc**jD 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 1 1 — 1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m. 2H), 1. 5 6-1. 6 6 (m. 2 H) , 
1. 6 8-1. 78 Cm, 2H),.l. 9 6-2. 0 5 (m, 2H), 3. 64 
~3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z. 1H) , 6. 3 6 (s, 1H) . 6. 4 6 (d. J-4. 9H«, 1H) . 
7. 13 (d. J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
. 7. 4 2 (s. 1H) , 7. 5 6 (s, 1 H) , 8. 4 8 (d, J =4. 9H 
z. 1H) 

M»Wit(FD-MS. m/z) :42 1 (M + ) 
KS6PJ2 1 8 

N- (3, 4-^7^D7x ^) -N' - (4- [ (6. l* »v 
-4-^yjj| /) 7^ -7U7C2 5 4) 

6. 7->V h^>-4 - (4-7U7i^<» *J \)y (5 Omg) £ 
(5ml) fctimtmU MJx*;U7S> (1ml) fcin**;^ h 
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U7**y> (5 5mg) Zta^ 3&liSm&mLiZo Kl6ttli3. 4-^7 
Jltaj- U > (6 6m g) fcflo*, 2 0 ^HaflJ»a«E L fc G 

A/7* h> (1 0/1) TgH**'>';*y^*5/»?o^ h^77* -nj: 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 06 (s. 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 96- 

7. 0 2 (m, 1H) , 7. 0 2-7. 1 0 (m. 1 H) , 7. 1 1 (d, J = 

8. 5Hz, 2H) , 7. 41-7. 45 (m. 2H) , 7. 4 8 (d, J = 
8. 6 Hz, 2H) , 7. 5 8 (s, 1 H) . 7. 7 2 (s, 1 H) , 7. 7 4 
(s, 1H) , 8. 44 (d, J =5. 5Hz, 1 H) 
M$Wr£(FD-MS. m/z) :451 (M + ) 

^601219 

N- (2, 4, 5-MJ7;^o7x-;l/) -N' -{4- [(6. 7-->'y 
h*->-4 -*yU;U) ^4-->3 7x-;l} 7U7 (2 5 5) 

6, 7-i?/ h^v-4- (4-75 y 7*y*>) (5 Omg) £ 

H^*> (5ml) fcflnlfcj^U Mx*^7S> (lml). £Joilfc|ju h 
(5 5mg)*ii^ 3£H2W.MaiEl*:o »CttK2. 4. 5- 
MJ7;M-n7-'J> (75mg) £ftj;U 2 0&mmtimik o BU&miz& 

*Tftj*U &tK6S&;>- h 7 at»S£$1*: 0 *flST*il£«4U o 
o*;l>A/7-l? h> (10/1) TJg§gt-5v"J^y>'^7A^avh/57>f 
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*H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 24 (d, 
J = 8. 6 Hz, 2H) 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62-7. 70 (m, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9 Hz, 1 H) , 
8. 76 (s, 1H) , 9. 23 (s, 1 H) 

M&tiVrm (F D -MS, m/z) :4 6 9 (M + ) 

HJ6M2 2 0 

N- (2, 4, 6 - M17;M-P7x_;b) -N'-{4-[(6. 7 -'J/ 
b^i/-4- ^rJ 7 (2 5 6) 

6, h^>-4- (4-7;;7i;*y) *yij>(5 0mg)^ 

hJl^.> (5ml) iztammmi, MJiW;>(lml)^Mtt, h 
>J7**^> (5 5mg) *Jni % 3&rMft»aiELfco Rl£?tt{c2, 4, 6- 
h'j7Mo7->J> (75mg) ^Jpi % 2 0^MMLfc o RJEttlcft 

n * Jl, A/7* h > ( 1 0 / 1 ) T-g^t 5 <> U A v A ? o •? h ^ 5 7 4 
-K«k£*!S!U aBO<fc^%«:3 7mg N W4 7%T'^ 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J = 8. 6 Hz, 2H) , 7. 2 9 (t, J =8. 6 Hz, 2 H) , 7. 3 9 
(s. 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H), 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1H), 9. 14 ( s , 
1H) 
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Mg£iJHt (FD-MS, m/z) :4 6 9 (M + ) 
HWJ2 2 1 

N- (2, 3, 4-MJ7;bto7x^) -N' ~{4- [(6, 7-->V 
h^y-4-4;'J;l/) *4-->3 7x_;U} 9U7 (2 5 7) 

6, l-ift (4-7U7xy + y) +7 >J> (50mg) £ 

(5ml) h'JiW;> (1ml) £flo;lfc& N h 

U7**y> (5 5mg) £flQ;i N 3^lffl*lft««LLfco Settle 2. 3. 4- 
M7;U*D7-U> (75mg) £Jn;i, 2 0^r B m^iS«tL^o Kfcttfcft 

n*;UA/7-feh> (10/1) T?SB8t"S*>y*yjU/77A^D-7 h^7>< 
-KJ:«1KU ^moit^^l 8mg, JR$2 3%Ti#fc 0 

1 H-NMR (DMSO-dg, 50 0MHz) -.6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 44 (d. J=4. 9Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H), 7. 2 5-7. 3 3 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2 H) , 

7. 8 5-7. 9 2 (m, 1 H) , 8. 4 7 (d, J =5. 5 Hz, 1 H) , 

8. 7 3 (s, 1H), 9. 2 1 (s, 1 H) 
H*3MJflH (FD-MS, m/z) :4 6 9 (M + ) 

HSfe0I2 2 2 

N- (2, 5-i?t F^->7x^) -N' - {4- [ (6. 7-S?y 
-4-*y U;U) 7x-;b) 7 1/7 (2 5 8) 

6. 7-?/ H + 2/-4- (4-7S/7x/*>0 *y »J > (5 6mg) £ 
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f;Ux> (5m 1 ) IztofaiffiU F 'Jif^Ti > (lml) ttttlfz^ b 
>)7*xfy (66mg) £fln;U 3^HtlD«a«ELfco 5-*> 
h*S/7-»J> (1 0 2mg) 1 0£RtaJI&flftL*:. S^jftfc^tt* 

h 'J * A**tt*in*, tH*i*-^2lEl«itij Lfcfc#M*t&fDA**T 

h> (1 0/1) T?gWlt*'>U*y;b*5A^nvh^5 7-f-K 

1 H-NMR (CDClg, 5 0 0MHz) : S3. 6 8 (s, 3H) , 
3. 7 8 (s, 3H) , 4. 0 2 (s, 3 H) , 4. 0 5 (s. 3H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 53 (dd. J = 3. 1, 8. 5 
Hz, 1H) , 6. 7 6 (d. J =9. 2 Hz, 1 H) . 7. 1 3 (d, J = 
9. 2 Hz, 2H) , 7. 43 (s, 1 H) , 7. 5 2 (d, J =9. 2 Hz. 
2H), 7. 55 (s, 1H). 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1H) 

nm%Vrm cfd-ms. m/ z ) : 475 cm + ) 

HJ60IJ2 2 3 

N- (3, 5-^h4^7^.)-N' - {4 - [ (6, 7-^hf> 
»J;U) 7x~;U} 9U7 (2 5 9) 

6, 7-v>V h*->-4- (4-7;;7x; + i/) *y »J > (53mg) * 
h^-x> (5ml) CftflNStfU YV^Jl7i> (1ml) *Jn^.fclft x h 
>J7*xy> (lOlmg) *Jn;U 4^r4llffllMI«ELfco E£ttfc3, 5-v? 
^ h*S/7-U> (6 2mg) *tDi^ 1 3jmmMXLl1Zo KJ&KC&lt* 
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;i/A/7*h> (lo/i) •esMt<s-> i ;*y^5A^o-7h/57^ 

£<Offi$Hl, £M<Dit&to>S: 85mg^JR^100 9*T?»fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 6H) . 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H) , 7. 0 9 (d, J =8. 6 Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) . 7. 6 8 (s. 
1H), 7. 85 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) 

MbMrtt (FD-MS, m/z) :4 7 5 (M + ) 

Hife0J2 2 4 

N- (2, 3 -S?7;M-p 7 *■=.;!/) -N' - {4- [ (6, 7~^> h*-> 
-4-*>/'J;l/) 7x-^} (2 6 0) 

6, 7->>V h*<>-4- (4-7;y7xy + «» *y <J > (5 Orag) £ 
(5ml) K2E*&S#U HJx*;l,7S> (1ml) *lKiA.tz'& s Y 
■J7**y> (5 5mg) £Jn;U 3^HftUl!ai*L^o RJ&«lc2. 3-^7 

A/7-feh> (10/1) T'MKit^^W^A^nv h/77>f 

1 H-NMR fDMS O-ri RflOMH^ Q 4 C « Q 

t) " " ' " " ' " " * ~ • ' ' 

3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 7. 0 2~ 
7. 0 8 (m, 1H), 7. 11-7. 19 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H). 7. 39 (s, 1 H) , 7. 52 (s. 1 H) , 7. 59 
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(d, J = 9; 2Hz, 2H), 7. 94-7. 9 9 Cm, 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
MbMHB (FD-MS, m/z) : 4 5 1 (M + ) 

HWJ2 2 5 

N- (3, 5-y7;bto7x^) -N' - {4- [ (6, h*»> 
-4-^y Uj|Q ^o/) 7jcJ1<>l/ } fr^7 (2 6 1) 

6, 7-^h*->-4 - (4-7;>'7 i ; + ^) +y y > (5 0mg) £ 
h;!/x> (5ml) fcin*i»«¥U HJxf-;U7;> (lml) SrflO*.*:^ h 
•J7**y> (5 5mg) *Jo^ % 3£Wio*i*3fELfco Rl6ttjc3, 5-^7 
;U^-dT-';> (6 6mg) *Jd*. 2 0#Pe1MWI^l*:o RiS«[lw^tt** 

A/74rb> (1 0/1) TJg^tSi/ , jy7y;U^5A^Dv'h^5 7^-{U; 
t>*t8S!U &g©>ft&$i£4 9mg N JR^6 4%T*§fc 0 

1 H-NMR (DMSO-d g , 500MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H) , 7. 16-7. 26 (m, 4H) , 7. 3 9 (s, 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d. J = 8. 6H z, 2H) , 8. 4 7 
(d, J =4. 9 Hz, 1H) . 8. 9 9 (s, 1 H) . 9. 12 (s, 1 H) 
MMftttm (FD-MS, m/z) :45 1 (M + ) 
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HWJ2 2 6 

N- (2, 3, 6-F'J7^D7z^) -N' - {4- [(6, 7-->'y 
h4-^-4-*7 U;b) 7x-;b} 7L/7 (2 6 2) 

6, 7-y>h + ->-4- (4-7$ /" 7x7 *» *y U > (5 Omg) £ 
h^i> (5ml) iztammmi, hyi^U7;> (lml) £flD;i/c&. h 
U7*xy> (55rag)^ 3».WL/; 0 SMl:2, 3, 6- 
h'j7^D7-'J>(5 3ml) £Jn;u 2 0^F B m^^L^ o 

wm± v v^Afrfemmz., &m^jir2®®&Ltzmnm$:mu&& 

o*;i,A/7-fe h> (10/1) nmffitZvVij'fJlftyAto-? h^ 7 ^ 
—l^ckOmSMiLx 3?ji<D4t£#!£3 0mg N JR$3 8%T-*f£ 0 

* H-NMR (DMSO-dg. 500MHz) : 5 3. 93 (s, 3 H) . 
3. 94 (s, 3H), 6. 44 (d. J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m. 3H), 7. 3 3-7. 4 4 (m. 2 H) . 7. 5 2 (s, 1 H) 
. 7. 59 (d, J =8. 6 Hz, 2H) . 8. 4 1 (s,. 1H), 8. 4 6 
(d, J =4. 9Hz, 1H), 9. 18 (s, 1 H) 
M£&ff! (FD-MS, m/z) :4 69 (M + ) 

H&W 2 2 7 

N- (2, 6-i?7;M-a7x-JU) -N' - {4 - [ (6, 7-?y 
-4-t;»J;l/) fr*^] 7x_jH (2 6 3) 

6, 7-^V Hr->-4- (4-7; ;7i;*'>) * y >l > (K Omg) £ 
h^i> (5ml) fctoa»»Lfcau 2, 6-^;btD7i-H7>>7^ 
-h (10 4mg) 3 0 ^MftMIMI* L fc 0 *rtfiLT*A:ISfl*jt3*u 

h ;Ux > S C t iz J: V) &m®it&m 5 7 ra g . 7 4 
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H-NMR (DMSO-dg, 5 0 0 MH z-) :<53. 9 4 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H) , 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s r 1 H) 
.7. 5 2 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
gMfttfim (FD-MS, m/z) : 4 5 1 (M + ) 

HWJ2 2 8 

N- [2, 5-fcTx (YWmut1-)V) 7x~;U] -N' - (4- \ (6. 
7-v?y -^y a-^;/) 7;,-^) ^uj (2 6 4) 

6, 7-i^y h + i/-4- (4-7^7x; + y) +yj > (5 Omg) £ 
V)l3Ly (5ml) K»0&jg8?U h>)x-*)l7i> (1ml) £flD;ifc:& N h 
•J7*X>r> (5 5mg) Mnx.^ 3#M&igaStUco £Efti;:2, 5-1:7. 
(h'j7;U^-D^^;U) 7-'j> (7 9ml) 2 0^mUafmmitz o 

£t2S£?Do*;UA/7-ir h> (10/1) T'mmtZfVtiYJlXyAfw 
YyyK -(c«fci?f|S¥U gS©ft&#!£3 0mg N JR^3 2%?^ 0 

* H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3H). 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 38 (s, 1H) , 8. 4 6-8. 52 (m, 2H) . 9. 70 (s, 1 H) 
MbMJHI (FD-MS, m/z) :55 1 (M + ) 
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mmm2 9 

N- (2, 4- : J/ h^/7x^) -N / - (4- C (6. h*-> 
-4-* J 7x^) (2 6 5) 

6, 7-v> h*S/-4- (4-7;;7x; + -» > (5 lmg) £ 

h;Ux> (5ml) KflD&^U h'Jxf-;U7^> (1ml) £fln;ifcSL h 
'J7**y> (72mg) £#Q;i N 3 ^nAMAXffE L fco' 2 . 4-v>V 

h + v-7-'J> (60mg) £flD;U 1 l#HIMliB»Elfco RlKttJcttBteK* 

A/7-bh> (10/1) TffltS^J^W^^D? ^77>f -let 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 4 (s, 3H) , 
3. 8 0 (s, 3H) , 4. 03 (s. 3H) . 4. 05 (s, 3H) , 

6. 4 4-6. 5 1 (m, 3H) . 7. 0 6 (s, 1 H) , 7. 1 2 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 5 7 (s, 1H) , 7. 8 6 (d, J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

KM&Igm (FD-MS, m/z) :4 7 5 (M + ) 

H»J2 3 0 

N- (2-^QQ7x-;U) -N' - {4- [ (6, 7-v?> h*'>-4-* 

; ii iiA „ - it \ a i / o e o \ 

6. 7-vjrf h*i/-4 - (4-7 5 y 7xy + -» *y U > (5 2m g) £ 
h;Ux> (5ml) fcinJ»»#LfcfiU 2-^aD7x-Hvm-l^ 
( 0 . 0 5ml) ^-tin^. 3 0 #H;!JD&jS&IE L fc 0 * n d *;Ui>/7 
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* -h > ( 10/1) TSHtS is *)ii>fA,ii7J*9 u-7b ^'5 7 4 -ic«t t>ff&l 
U ^jS©{f:£-tl£ 6 4mg, JR$ 8 1 56THfc 0 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 05 (s, 3H). 6. 46 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d. J=8. 6Hz, 2 H) , 
7. 26 (dd, J=7. 3. 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1H), 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J = 5. 5Hz, 1 H) 
K«£*Mt (FD-MS, m/z) :4 4 9 (M + ) , 451 (M + +2) 

^Jfe0J2 3 1 

N- (3-^ dd7x-^) -N' - {4- [ (6, 7-->V h^>>- 4 -^ 

a-^>j 7x-;U} f?U7 (2 6 7) 
6, 7-v>V H + (4-7^7xy + » */>J> (5 2mg) * 

H^x> (5ml) i:MS»L^^ 2-^PD7xzHvm- h 
(0. 05ml) £Jqx. n 3 O^HWUIStLfco SM^^dd*;1/V7 
(10/1) T'JggSf-^i/'J^>!f;U*7A^ Dv h/77^ -KJiOfttS 
U SJS<Dfl:&$i£ 7 2 m g N JR^ 9 3 %T*#*:o 

H-NMR (CDClg. 5 0 0MHz) : 6 3. 98 (s, 3H), 
4. 03 (s, 3H). 6. 41 (d, J = 4. 9Hz, 1 H) , 6. 99 (d. 
J = 7. 9 Hz. 1H) , 7. 0 9 (d, J =8. 5 Hz, 2H) , 7. 1 6 
(dd, J = 7. 9Hz, 7. 9Hz, 1H), 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) , 7. 4 2~7. 44 (m, 3 H) , 7. 56 
(s, 1H) , 8. 13 (s, 1H) , 8. 14 (s. 1 H) . 8. 4 4 (d, 
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J=5. 5Hz, 1H) 
JM#«rfS (FD-MS, m/z) :44 9 (M + ) , 451 (M + + 2) 

N- (2, ht->7x-yb) -N / - {4- [ (6, 7 - i?* 

-4-*JV)l) 7x-;U} (2 6 8) 

6, 7-v>V h + >>-4- (4-7;;7iy+y) *yj> (5 2mg) * 
h^x> (5ml) lcJn&i£$U h'Jxf-;b7^> (1ml) ^Jp^fc^ f> 
'J7*xy> (74mg) £Jd*. x 3#HHraffc«»ELfco SiS*lc2, 3-5M 
h*5/7-U> (0. 0 5ml) £Jfl;i, 1 l^pam'iftfflifKLfco S^fc^K 

*;UA/7-t?K> (10/1) TJg§Bt5>"J*y"^7A^Dvh^7-f- 
fc«k&**SU M©ft&4&£8 3mg^ JR^l 0 0%T-|#/; o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 2 (s, 3H) , 
3. 8 4 (s, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 

6. 46 (d, J = 5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz, 2H). 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz. 
2H) , 7. 5 8 (s, 1H) . 7. 8 5 (d, J =8. 6 Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1H), 8. 50 (d. J=5. 5Hz, 
1H) 

M£0Ht (FD-MS. m/z) : 4 7 5 (M + ) 
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0H60J 2 3 3 

N- (4-bKn4->7x^) -N' - {4- [ (6, 7 - h*»>-4 

-*yj;u) 7x-;i} frt/7 (269) 

N- (4-<>W+->7x^) -N' - {4- [ (6, 7-v>V h + i/ 
-4- + 7 7x^;b) 1/7 (2 2 8mg) £N. N-vy^;U 

twlA7; ^/Hm^f-Jl (15m 1/2 0ml) Iz&mU h'JiWi> 
(4ml) £fln*.fc&, 2 0 K*lMb'<7 J?* A (1. 1 8g) »U 
x£ffl$rF£fflTl 5BfrM«#Lfco h£«U fttt*«|gLfc 

&n SI2S£:7Dn*;l,A/7-tr h> (10/1) "CgM** > 'J ilfJl*? A? 
UTbyy7 4-\z±1r)ffimU IiOfk»18 8mg, lR$10 0%Ti# 

X H-NMR (DMSO-d g, 500MHz) : <5 3. 98 (s, 3 H) , 
3. 9 9 (s, 3H) , 6. 6 0 (d, J = 5. 5 Hz, 1H) , 6. 6 8 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2 H) , 7. 22 

(d, J = 8. 5Hz, 2H) . 7. 47 (s. 1 H) , 7. 60 (d. J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 

(s, 1H) , 8. 98 (s, 1H) , 9. 03 (s, 1 H) 

M##HI (FD-MS, m/z) : 4 3 1 (M + +l) 

0US0I2 3 4 

N- (4-7*h*'>7x-*) -N' - {4- [ (6, 7~> ? y>^->-4 

7xz;l/) fri/7 (2 7 0) 
N- (4-k Kd*£/7*-;W) -N' - {4- C (6, 7-v*/ h + i/-4 
•);!,) 7 a. ji. yU7 (4 7mg) ^mti^Vy (6ml) 

fc««PU h 'Jif*7; > (2ml) «n;LfcaU *K?KMl (0. 5ml) £ 
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l£*Lfco BETSYS* U »ate*no*;l/A/7-bh> (1 0/1) T 

35mg, iR*6 8«T#fe 0 

X H-NMR (CDC1 3> 5 0 0MHz) : 6 2. 3 1 (s, 3 H) . 
4. 01 (s, 3H). 4. 04 (s, 3H), &. 43 (d, J=5. 5Hz, 
l.H) , 7. 01 (d, J-8. 6Hz, 2H), 7. 11 (d, J = 9. 2H 
z, 2H). 7. 26 (brs, 1 H) , 7. 32 (d, J = 9. 2Hz, 2 H) 
, 7. 4 0 (s. 1H) , 7. 4 5 (d, J = 9. 2 Hz, 1 H) , 7. 5 6 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz. 1 
H) 

M£$rffi (FD-MS, m/z) :4 7 3 (M + ) 
H»J2 3 5 

N- (3, 4, 5-h'jyh^'>7x^b) -N' -{4- [(6, 7-2/ 
b*i/-4 -*JV)V) QVT (2 7 1) 

6, 7-yn + >>-4- (4-7;y7x;*-» > (5 2mg) £ 

h^x> (5ml) lcflQ!8ti§A?U MJxf-^7S> (1ml) ^jD^fe^ h 
»J7*xy> (6 6mg) *Un*x 2»Btt!lD«««ELfce RiCttK3. 4, 5- 
h*i/7xij> (7 6mg) ^P*., 1 9#IHto*Ml*Lfco RlfcttfcjBR 
TK^f- h 'J "i/ATk^^Jnx.. K»x^^T2I5iM*Lfc^Me^fi&fn^7k 

*)\,l*/7* h> (1 0/1) TJK8t**>y*^/75A^OT h^57-f - 
«wJ;»)««|U &M(D4k&toZ7 6mg, JR*$8 7^T»fco 



WO 97/17329 PCT/JP96/0J229 

19 7 

^H-NMR (CD-Clg, 5 0 0MH z) : 6 3. 8 1 (s, 6H), 
3. 83 (s. 3H), 4. 02 (s, 3H) , 4. 05 (s, 3H), 

6. 44 (d, J=4. 9Hz, 1 H) . 6. 69 (s, 2H), 7. 12 (d, 
J = 9. 2Hz, 2H). 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) , 

7. 48 (d. J=8. 6Hz, 2H), 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz, 1 H) 

nmfiVrm (ED-MS, m/z) :5 0 5 (M + ) 

H&0J2 3 6 

N- (2, 4-^7Mo7x-;l/) -N' - {4- [(6, 7-v>V^y/ 
-4-*/U;t/) fr^S/] 7x-;U} (2 7 2) 

6, 7-v^y h^->-4- (4-7^7x;4-» +y u > doomg) 

£h;l>x> (i 0ml) \zljamMlt:'& 2, 4->'7Wd7x;;WVv/ 
7*-h (12 0ml) *Jd^ 30^iD^ML/c o tFfm LT ^fcSfe^MS 
®^ y^^m>tZZtK&K>WL<Oit€i®*l 2 8mg v Ji5^8 4%T" 

1 H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1H), 7. 03- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2H), 7. 28- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz. 2H) . 8. 0 5-8. 1 2 (m. 1 H) , 

8. 47 (d, J=5. 5Hz, 1H) , 8. 52 (s, 1 H) , 9. 1 5 (s, 
1H) 

M##?#(FD-MS, m/z) :45 1 (M + ) 
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HWJ2 3 7 

N- (2, 5-^7JU^-Q7x-;l/) -N' - {4- [ (6, l-Vl h^v 
-A-*J*))l) 7x-;U} frl/7 (2 7 3) 

6, 7->^ h ^ > - 4 - (4-7^7i; + y) +yj > (l 0 Omg) 
£Wl,x> (10ml) IztomfeMltz^ 2, 5-/7;WD7x-;Kvy 
7*-h (12 0ml) 3 O^mUQfmmitZc tfr&lT £tz&§k*m 

3fcU h>»Ui>r-^tSCi(i«l;«9SjS©^» 1 3 2mg. ^8 7%T 

1 H-NMR (DMSO-dg. 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s. 3H), 6. 46 (d, J = 5. 5Hz, 1H), 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 2 7~ 

7. 3 3 (m, 1H) , 7. 40 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J = 8. 6 Hz, 2H) , 8. 0 3-8. 0 8 (m, 1 H) . 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

n&Mfrm (FD-MS, m/z) :45 1 (M + ) 
H&01J2 3 8 

N- (4-7^-2-^dd7x^) -N' - {4- [ (6, h 
*->-4-*y 'J 40 7x-;b} »U7 (2 74) 

N- (4-?no-3--hD7x^) -N' - {4- [ (6, Y 
*is-4-*J 'J;lO tf + S/] 7xz;W ->U7 (1 5 Omg) £?nn*;bA 
/*9J-Wk (10m 1/1 3ml /3ml) fcfcHU f-*0t»:*- MJ * 
^ (5 0 1mg) 6 0"CHT5 O^rSJK^L^io 9 o n*;UAT2|II»l 
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ffit£W&U ms&t o □ *;UA/7H? h y ( 1 0/1 ) T'MffltZ -> 'J 
Jlft? A? ar? h ??7 j -iz&tmmu ^®©tt£«-4 8mg, JR$3 4 

1 H-NMR (DMSO-dg, 5 0 0MHz) : ff 3. 94 (s, 3H), 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1H), 
7. 17 (d. J=9. 2Hz, 2.H) , 7. 38 (s, 1 H) , 7. 48 (d, 
J = 8. 6 Hz, 1H) , 7. 5 1 (s, 1 H) , 7. 5 6 (d, J = 8. 5H 
z, 2H) , 7. 8 3 (s. 1H), 8. 4 5 (d, J =5. 5 Hz. 1 H) , 
9. 1 0 (s, 1 H) 
M##HI (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + +2) 

&660J2 3 9 

N- {4- [(6, 7-S?y Y**/-A-*J 7x-;U} - 

N' - [2-^Y*ri/i])\,$=-)l7 frU7 (2 7 5) 

6. h + v-4- (4-7;;7 i ; + -» +y »J > (l 0 Omg) 

£h;Ux> (10ml) Ktl&fcJgU h'Ji^7S> (1ml) £?JD/l*:m> 
HU7txy> (10 Omg) 2»iilILfce RJE«lcx*;l,- 

2-7-SyOyx-h (8 4mg) *fln;U 2 tfMtofl&M L fc 0 RJSttfcfc 
h U «7 A*ig&£U;i, l»xf-AT'2liIfttfjL^8fc^rBMI*iaSlA« 

D*U/7«bh> (10/1) Tlgin^'J^yMTA^DT h^77-( 

-^"kfJUKU 3bS©<b&«-8 6mg. JK*52«^»fc 0 

1 H-NMR (DMSO-dg. 90MHz) : 6 1. 37 (t. J = 7Hz, 
3H) . 3. 94 (s, 3H) . 3. 9 4 (s. 3 H) , 4. 38 (q, J = 7 
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Hz. 2H), 6. 47 (d. J=5Hz. 1 H) , 7. 1-8. 1 (m. 9 H) 
. 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz. 1 H) , 
9. 9 2 (s, 1H) , 10. 10 (s, 1H) 
WifcfttfHii (FD-MS, m/z) :4 8 7 (M + ) 

HJ&0IJ2 4O 

N- (2-7 ^f-*7*-;U) -N' - {4- [ (6, 7-->'7 h*i/-4 
-*;VJl) 7x-;H *?V7 (2 7 6) 

6, 7-i?y h*«>-4- (4-7$ 7 7x7 **>) *7 'J > (1 3 lmg) • 
£ h;l/x> (1 3m 1) CflnaM&JBU htfxf-;J,7S > (2. 6ml)£flfl;i 
fcgU h'j7*7>y> (15 2mg) £J|D/U 2#ffli!na&SiftLfco SJCtelc2 
->f;l/ft7- U > (0. 11ml) £Jd*.s 1 0 ftffitia&&M L *: 0 RJto& 

mmAcvffltLs m*wmj-iw>-etmiKo «et««*«*l^ sis 

£?oo*;UA/7-fe h> (4/1) "C8HW"3 ->U iiffrii? A£ 07 h 
7 4-fc«fce>f||i!!U *li©fl:£tt*2 9mg % JR* 1 4 %T»fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) :<52. 5 0 (s, 3H), 
4. 00 (s, 3H), 4. 00 (s, 3H). 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s. 1H), 7. 48 (d, J-7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d. J = 8. 5Hz, 2 H) , 7. 99 (d, J = 7. 9H 

1 u>» o o a r ~ 1 o c o f a t = c; c; u „ 1 u> 

9. 6 1 (s, 1H) 
®S#tFflI (FD-MS, m/z) :46 1 (M + ) 
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SML2 4 1 

N- [3, 5-hfx (HJ7;M-o 7 x x;l/] -N' - {4- f (6. 

6, 7-^y h*.>-4_ (4-7;;7xy + i/)+;y>(50mg)«. 

h^x> (5ml) IcM^L. Mxf-;U7S> (1ml) £7JJ*.fc8L h 
'J7**y> (5 5mg) £fln;L N 3^FHlJn^ii^L^o £f&ftlc3, 5-fc;* 

(h ij7;l/*nyf;b) 7xiJ> (116mg) *Jd^ % 2 0£HKH»a«ELfc o 
SJfcftfc&l**** h U 7A3K8tt£Jn*. N KKxf-;i/T2EIttHJL^^|»i 

&m*9aa*)\,J*/7*b> (10/1) T»5->^y;^7A^n7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3H) , 
3. 94 (s. 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (d, J = 9. 2H 
z. 2H) , 7. 6 2 (d, J =9. 2Hz, 2H) , 7. 6 4 (s, 1 H) , 

8. 15 (s, J -5. 5Hz, 2H), 9. 13 (s, 1H). 

9. 43 (s, 1H) 

(FD-MS, m/2) :551 (M + ) 

^860J2 4 2 

N- (3-?PP7'pfc , ;lO -N' - {4- [ (6, h4->-4-* 
7x-;b) 7U7 (2 7 8) 

6, 7->>*> h^>-4- (4-7i;7iy*^) *7'J> (5 Omg) £ 
h;l/x> (5ml) Kina&fcJB U Mlxf-^7 5> (1ml) £tjD;i*:SU j» 
V7*xy> (55mg) *JDA% 3^HSn«ai«Lfco RlBttfc3-^D07' 
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d t'jir- u > (66mg) zm^ 2 0&mamxmifco Rfcmzmttokx 

A/7-b h> (1 0/1) T85Bt5*>y*^*7A^DTh/77^ 
t)«*IU &S®fl:&$l£ 2 6mg N JR$3 7%Ti#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m, 
2H), 3. 2 0-3. 2 7 (m, 2H), 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d. 
J =9. 2 Hz, 2H) . 7. 3 8 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 
M#*ftt (FD-MS, m/z) :415 (M + ) 

5U6W2 4 3 

N- {5- [2- (4-7;lofrn) 7xy*->] -h*'J'^^} -N' - {4- 
C (6, 7-?y h4->-4-*y 7x-^) »l/7 (2 7 9) 

6. h + i/-4- (4-7;;7x; + >» *;»J> (5 3mg) £ 

h;Ux> (5ml) irJoM^U h'Jx^;U7^> (1ml) *flD*.fcfc,» h 
U7*^y> (5 8mg) %1bz., 4^HHllJ»jiflELfeo SJ&ttfc 5 - 7 S y - 
2- (4-7/M-d) 7x/*^e>;v?> (9 5mg) fcjD*.* 1 9£l8ttDjRil 
SfeLfco RiKW^K^^hU^A^Stt^Jn^ fEI?xf-;u-c2I5]fcb{bLfc 

S£U mt*9vuMJ*/T*bl' (10/1) -egSW*i/y*"^;U*'7 
A^ovh^77^-(w < fc»9m»!U »jb^7 4mg> W7 9^Ti 
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H-NMR (DMSO-dg, 500MHz) -.53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz. 1 H) , 7. 0 1 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 5 1 (s, 1H), 7. 5 9 (d, J =9. 2 Hz, 2H) , 
8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d. J=2. 4Hz, 1 H) 
, 8. 4 6 (d. J =4. 9 Hz, 1H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s, 1H) 

(FD-MS, m/z) :5 2 6 (M + ) 

IUfe0J2 4 4 

N- {4- [ (6, Y*i/-A-*J U Jl) t^i/] 7i-;b) - 

N' - (3 - V S ? j\,T i frl/y (2 8 0) 

6, 7 -it* h + y-4_ (4-7;;7i; + y) +yj > (5 2mg) £ 
h^x> (5ml) lc;M&8¥U b'ji*;U7^> (1ml) ^Jn^.fc^ h 
IJ7 *^> (5 5mg) 3£H»»«8ELfco 3 - 

7^7- 'J > (69mg) £Jn;L. 1 23*raanSft««ELfco EfcttfcflfflfaK* 

A/7*h> (10/1) T"Jg§|-rs->'J^y;U^5A^D-7h^57^-(c«k 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 2. 9 2 (s, 6H) , 
4. 0 1 (s, 3H) , 4. 0 3 (s, 3H) . 6. 4 1 (d, J = 4. 9 Hz, 
1H) , 6. 48 (d. J=8. 6Hz, 1 H) , 6. 5 6 (d. J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J = 9. 2Hz, 2 H) , 
7. 1 4 (dd, J = 7. 9. 8. 5 Hz, 1 H) , 7. 3 5 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H) , 7. 6 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) 

®m#Vrm (FD-MS, m/z) : 4 5 8 (M + ) 

H$fe0*J2 4 5 

N- (2-t: Kd»'>7x-^) -N' - {4- [ (6, 7-^^->-4 
-*yj;tQ 7*->>U} 7U7 (2 8 1) 

6, h*->-4- (4-7;;7*; + "» (1 05mg) 

£h;bx> (10ml) Kjljn&jgPU MJx^;U7i> (2ml) ZltoiLt^ 
h'J-7*xy> (118mg) ^to. 2£tfltiami8Mltz 0 fcfomz2-7i 
Jy^y-jl (7 7mg) £2jd;U 1 0£®lJQ&&tiiltz o S^IC^KtK^ 
h U 0 2**®m*m*-> tan *;UAT*?fcaj L fc&W$P£tSfo&&7KT'ft# U 

mz&L £S©ft£$l£8 6 m g N JR^5 6%THfco 

1 H-NMR (DMSO-dg. 5 0 0MHz) :<53. 94 (s. 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J = 4. 9Hz, 1 H) , 6. 7 3- 
6. 88 (m, 3H), 7. 20 (d, J = 8. 6Hz, 2H) , 7. 39 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s. 1 H) , 8. 4 7 (d, J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

K£#tFHg (FD-MS, m/z) : 4 3 1 (M + ) 
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N- (3-b Kp^'>7x-;1) -N / - {4- [ (6, 7-^> h*v/-4 
D;tQ 7x-;b) frU7 (282) 

6, 7-v>V h + (4-7^7xy + -» *y »J> (1 1 5m g ) 

£h;Ux> (12ml) U h 'Jif-^7 S > (2m 1 ) £iD*.*:&, 

M)7**y> (113mg) £flD;U 2tiffllJQ&&Mltz 0 &&mz3-7i 
;7x;-;K7 3mg) £Jn*.. 1 0 I fc c SIC^^tK^ 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 3 5-6. 4 2 (m, 1H) , 6. 4 4 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1 H) , 6. 98-7. 08 
(m. 2H) , 7. 20 (d. J=8. 6Hz, 2 H) , 7. 3 9 (s, 1 H) , 
7. .5 2 (s, 1H) , 7. 5 8 (d, J = 8. 6 Hz, 2 H) , 8. 4 7 (d. 
J=4. 9Hz, 1H). 8. 57 (s, 1 H) , 8. 73 (s, 1 H) , 

9. 3 1 (s, 1H) 
MfcMfrtt (FD-MS, m/z) : 4 3 1 (M + ) 

HSfefll2 4 7 

N— (3-fc Kp*->a;U#-;l/7x-;U) -N' - (4- [ (6, 7-v^ 
h*^-4-*y U-;l/) 7x-;U} »7l/7 (2 8 3) 

9 7THfcN- (3-ih*S/aJM?-;i/7x-;iO -N' - {4 - 
[(6, 7-^ h4'>-4-+;'J^)**->] 7x-;U} 7^7(190 
mg) (3m 1) K&jSU 3 5 HfcWtlt* »J 7 A^c«ft (5ml) 
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* H -NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H). 7. 3 8-7. 6 5 (m. 7H), 8. 13 (s. 
1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 8 8 (s, 1 H) , 
8. 97 (s. 1H) 

•M£*fljt (FD-MS, m/z) :4 5 9 (M + ) 
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um\ 1 

xim*'aU^tz 0 

'>-t*>^(Nephron, 22. 454 (1978)) K£oT*I*ft£&IKl£o 
10%^i/Mffitom (OT, FCS ±**) *£fc*PiI 1640 «*« GSTF* Wfi&« 

>*>**A|fflte*2 4ft¥E7l'-McMU 10%FCS *^t?«f«iKT2 
U®mitz 0 M*U^x;U^fcOj^3xio 4 l@i4^^B#*T^^0. 

5% res*^tr«*«»L, ts»K3B®mixmz&±tsi£tz 0 mm 

*B**U g«lfc«£500 jccl ©£«!Tifc£8L 0. 1 5/jfltf»7,|,7 $ 
> (OT> BSAiBSI") *^t?««*2 5 0/e 1 jRtDL/t. ****** 
•>K (£TF* DMSOtBSt) C«»V$^lklllR««C(Di8Jtlzi. 38^1 
«toLT«^ 3 7TJTfl W-f h L/Co t h «^«jLSUfil/J«A 

*i|$I0?BBSg CEH\ PDGF-BB «t) *0. 1% BSA*£fci£^fcfl?$tf N 
d*i*fc*flfr<5 Ong/ml £tt*J;3lc££x*fc2 5j< lf'ojfciDU 3 7^ 
Tl 0£NK h L^o tttt$lft£U 5 0 0 ti 1 © y >®jgffi^g^ 

8*(pH7. 4) (OT, PBS iBSih) ^C^bii$ 
(IX Triton X100 % 2mM *Jlh'<+ f J)Wli' h 'J £A X loM i* L/>^ 7 ; >4 
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#K2* HJ * A <XrFx EDTAiBfct) Z$t! b U (p H 7. 

*<D®mzi%y v v Jimmi- v h^a (&t\ sds tmt) zstsbvxm® 

PDGF-BB OiSatlC ck t) @ B 'J >Kft£g#fcPDGF£g# : ft 1- 8 0 IDa ) 

©' < > K£ r > h y - * - K "C5£* U L X ^te o * * ;uc*j# £ 

PDGF-BB SPDGFgg#©gB»J >fflk&£l 0 0%, H#lfc«kCfl > DGF-B 

B ^SnLTV^jlC^i^c^^SgB'^^ba^OMiLTs £*x;KZ>g 

&&i*SB'J >&{t5 OXRMft (1 C 5Q ) £gH3Lfc 0 

*^o^^©PDGF^^eay >»ft5 o%ffi«jgg (ic 50 ) a 1 o o 

*36930fiF$ L^ft^ft»fO«SWIwHLT^ > ^>¥^AiTO::£tt*PDGF 
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* 2 m 

PDGF5tS#eBU>IMb 

Pl^^g (I C 5Q : tf M) 

(2) ' 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 014 

(4 6) 0. 02 1 

(4 7) 0. 0 4 3 

(4 9) 0. 018 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 0 1 0 
(5 4) 0. 0 0 3 
(5 5) 0. 0 03 
(5 6) 0. 0 04 
(5 7) 0. 0 06 
(5 8) 0. 0 02 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(6 6) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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(6 9) 


0. 05 


(74) 


0. 34 


. (75) 


0. 1 8 


(79) 


0. 34 


(94) 


0. 023 


(1 1 3) 


0. 004 


(1 1 4) 


0. 0 04 


(131) 


0. 003 


(133) 


0. 007 


(135) 


0. 043 


(138) 


0.014 


(139) 


0. 005 


(163) 


0.005 


(165) 


0. 0 1 0 


(166) 


0. 0 1 1 


(1 6 7) 


0. 004 


(168) 


0. 006 


(1 6 9) 


0. 004 


(170) 


0. 0 1 8 


(172) 


0. 0 1 0 


(1 7 3) 


0. 0 1 6 


(174) 


0. 002 


(175) 


0. 0 06 


(188) 


0. 0 06 


(189) 


0. Oil 


(190) 


0. 021 


(192) 


0. 0 0 4 


(194) 


0. 0 1 4 


(195) 


0. 0 79 


(196) 


0. 031 


(197) 


0. 010 


(198) 


0. 0 1 1 
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(199) 
(2 0 0) 
(2 2 0) 
(22 4) 
(2 2 5) 
(2 2 6) 
(2 2 7) 
(2 2 8) 
(2 2 9) 
(2 3 0) 
(231) 
(2 32) 
(2 3 3) 
(2 34) 
(23 5) 
(2 3 6) 
(2 3 7) 
(2 3 8) 
(23 9) 
(2 4 0) 
(241) 
(2 4 2) 
(2 4 3) 
(2 44) 
(2 45) 
(2 4 6) 
(2 4 7) 
(248) 
(2 4 s) 
(2 5 0) 
(251) 
(2 5 3) 



0. 003 
0. 004 
0. 009 
0. 087 
0. 0 4 7 
0. 0 1 1 
0.073 
0. 055 
0. 037 
0. 034 
0. 0 1 9 
0. 0 18 
0. 0 1 3 
0. 024 
0.043 
0. 055 
0. 075 
0. 0 1 6 
0. 005 
0. 1 5 
0. 0 1 8 
0. 018 
0. 0 1 4 
0. 009 
0. 006 
0. 0 1 3 
0. 0 09 
0. 063 
0. 04 1 
0. 017 
0. 036 
0. 007 
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2 1 2 



(2 5 4) 


0. 007 


(2 5 5) 


0. 0 1 5 


(2 5 6) 


0. 004 


(2 5 7) 


0. 007 


(2 5 8) 


0. 007 


(2 5 9) 


0. 005 


(2 6 0) 


0. 002 


(261) 


0. 0 1 0 


(26 2) 


0. 002 


(2 6 3) 


0. 0 0 4 


(2 6 5) 


0. 0 0 5 


(2 6 6) 


0. 0 0 1 


(2 6 7) 


0. 1 5 


(2 6 8) 


0. 007 


(2 6 9) 


0. 008 


(2 7 0) 


0. 006 


(27 1) 


0. 004 


(2 7 2) 


0. 003 


(2 7 3) 


0. 005 


(2 7 4) 


0. 03 6 


(2 7 6) 


0. 005 


(2 7 8) 


0. 003 


(2 7 9) 


0. 029 


(28 1) 


0 0 12 


(2 8 2) 


0. 008 


(2 8 3) 


0. 002 


(2 8 8) 


0. 024 


(289) 


0. 032 


(2 9 0) 


0. 055 
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lf¥6E©itt4 ffistar-Kyoto 77 h (7iii&) (B#f-+ -;bX'J 
&A^) ) £fflWc 0 fa?? hThyl. 1 fcftt * n-*;l/tt#?&5 
OX- 7 (Pathol. Int., 45. 409(1995)«-ffl^T851j|Lyi:) £1. 2mg/kg©ffi* 
y hfcgfMR&^U y *>**AWtit&i1&±ffl&ft'? h U y 

$£t!\ OX-7&-^gB£!3lB2lEk 8 BE»^n»5-Lfc 0 

l < # -5 9 b g k 7 y h *x.-T)mwTT~mm u £W£$£fe l y 

5|»lfT?^3 7ftLA:o 

1 : 2 5 %£(T0WI^*ai» * 

2 : jfe##fcic2 5~5 0X©Bft#S££Sii>3 

3 : %amn\z.s 0-7 5K©«<fcl!££B»S 

4 : &n 75-100 %<ommmzw#>2> 
mmmv^mmmtx □ 7*mt<D**&$ turn® ¥%mt*m<tx 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 



1 fl:&«lg-34 3g>-fk^g)-7^7,aifn^W (P 3 8 8) ii^tf-^M^ 
IS 

•7^xejfll^»P3 8 8 HAS (ATCC^bA#) * 1 x l o 6 mm&fttz 

13 0 %®m&to!&mib £ tifco 

2 fcS«^4 3®fc&te<PfchyiJ;r-Tiffllia (GL0 7) E»H-*ffiM 



KfcttU 0 0mm 3 itl:tt^w^T^lt(tt^^ 
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-»;tt*J:. < 5li:lll4E.roKS^«.u. 1 0 Qm/UtUZ±?[z®.mt& 

mm* ikifct* ©km*© x b g ® c x , mm fc&«&5#© 

fi*#«*Tx£U (TGIR) = (l-Tx/Cx) x 

1 0 0**a6fc o K 4 jBI8loeamni4'^ **©TG I RMfi7 6 XT**), 

3 *m<Dit&®® t h >t «j (g l o 7 > 

? ~ ^**K#*SU IIWl 0 Omm 3 iittKttofc*£T^©fl*# 

»©¥%W-K: tt « J: 9 C 1 » 4 Efo * U 5 0 mg/kg £ a * «fc , 

^©MfWtTxiU HimqilW (TGIR) = (l-Tx/Cx) 
xi 0 <>**»*:„ C*i6©»**»3*»w*to 



WO 97/17329 



216 



PCT/JP96/03229 



*3$ 





(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


5 2 


(57) 


6 4 


(58) 


5 7 


(59) 


8 2 


(165) 


7 0 


(168) 


56 


(1 7 3) 


5 4 


(190) 


50 


(191) 


5 0 


(194) 


59 


(22 5) 


58 


(22 7) 


78 


(22 9) 


8 1 


\. cj a o ) 


7 Q 
t O 


(23 6) 


84 


(2 3 7) 


74 


(242) 


62 


(244) 


73 


(2 5 4) 


85 
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2 1 7 



8 6 
52 
8 7 
63 
6 5 
84 



(2 5 5) 
(2 6 0) 
(2 6 2) 
(2 64) 
(2 6 7) 
(2 7 2) 



A^) *?-K-7^xic»|fiU 1 0 0mm 3 ^fcfcofcl^Tgtl 

oM^S©¥W^-ir/i5J;olwli¥4Et'o{cp^^^Lx 1 0 Omg/kg 

Ifco c:n&®M4imim (TGIE) ®£ll£*4*i;:**o 

S&4* 

«Hflag M (TGIRK) 

(4 3) (58) 
COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 96 



Bitot*** t>*wn®ii&mm* mm^n LxttHfttt***** z t 
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BUM 4 

>BS»gMBi» x {eft t 5 ftffl 
-^9-10EO3lttDBA / /l JNCrjv^x (9i§&) (B** + -;l,x 
■J'<-tta>5>A#) *ffl^fc 0 5il©«>S/S*IIl!37-y>0. 3%£W?§& 
(K-4 1, s 1 5mg©Mycobacterium tuberculosis 

H37Ra (Difco Labs.fr &A^K 2. 5nl©£g£Jfittfc c ko f 7. 5ml© 
75S£7D^>K7>^<>K (Difco Labs.fr £A^) ^t»xv;k>' 3 >^ 

mmomtcmnzit* 2e§©x7^^ 3 >^iuB^b 1 6 snuBBA 

7/10 7 0 

1 Omg/kg 1/9 11 

10 Omg/kg 0/10 0 



Rh©£Hfr 4 3 ©ft£^l* ^ ^ -y >R*ttBQQ^<D%S«|qi 
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*%w<D<t&m±, m%tmimm\ztttmmm, ^piot pdgf^ 
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i. (i) TSfrsns+y '^fl^ttb^c+^-yij^^ & 




CD 



R 1 fe<kO'R 2 (i»J|iH N C 1 -C g 7/l4AT**5K SSWi 

1. WtfCHCJi^ 

(a) X(±0£fcliST&!K Qtt, 

5* (ID : 




c j " C 5 7^*;k C 1 -c 4 7;i/3*->*fcttC 2 -C 4 7'>;l'i?*«] T 
* £ ti £ 7 x - ; US T- & S *\ 
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5$ (III ) 




(R 3 > 



(HI) 



3 15 

« CIV) : 




A^-(R 3 ')m 



(IV) 



(b) XJiO. SSfcJiCHgT-**), QfcU 
A (V) : 




l 5 R5 
1 . 1 



R: 

B 



(V) 



13 1 



f-;k 7U;k f-x-;k 'OWJk E^<>7*^;bS7^iiC 2 -c 4 7i/;u 
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fiOWKO'vf- □ 7 'J - s WWS 9 - * izii 1 0 -&<DTm&0<\ru 7 
7»J-;HStix CN, NO r OH, NH 2 , ^oy> N Cj-C^M^k 

«tt CC 3 -c 1 Q ) 7;u*;k c 1 -c 4 7;^ + ^ Cj-c^io** 

#;l^;k Cj-CgT'^k C 1 -C 5 7->n + ->, C j - C 3 7Jl>*l/> ' 

Cj -C 4 7;b+;U7iy N v- (C j - C 4 7;l>*;lO 7$A 
C0 2 H, CONH 2 , N- (C 1 -C 4 7;U+;U) 75 F\ N, N-i?- 

CC 1 -C 4 7;u+;b) 7$ H\ C 2 -c 4 7;u*;b7 5 K> HJ7;u*Dy* 
;k C l~ C 4 7;l ' +;Uf "^ 7x-;K 11*7 x-;k 7x> + ^ IH7x 
7zi^s |^7x-;^tv 7x^il (C j -C A T)\,*)V) s 

x^;b (C 1 - c 4 7;i/*;l0 N t° 'J >>;k t 6 ? v-;k t° V * -^;k 
h*«J^^;k tfoU5>-;k fOJS^k bX?^^ tX? v>j=.;k 
'J * y D ;k V 'J ^;k < > W ;k B&< > vV ft 

c 2 - c 4 7 ->;i^ biiiR^ ti* i ~ 5 mom&mzm lt^t t> <t < N b ^ 

O, S x N H N NCN X NRg^fcttNORg R g (iC j ~ 0 )l 

2. W#N©$& N XliO, S^/c(iCH 2 T*0. QfcU 
55 (V) : 



F^5 R5 

I (V) 
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o 

2. A (1) VWCHT^ Xrt<0*fctiST*fcD, Q0>*& (II) x 

a (in ) ttzitt (iv) fft^igi Kf2ig©*y 'j >^^fe«to' 

3. 5* (I) 4^ Wj&<CHT**!K XtfOT**^ Q> f 5£ (II) x a (III ) 

Sfctta (iv) Testis* »*siicsB«©+y y >Ri»fti8j;tf*ns>©* 

4. S (I) X*<O x StfciiCH 2 T-**?> Q^'iC (V) T'TjkZft^ 

5. 5^(1) RjfcitfRg^WJlcC j -C 5 7;U*^T?*t)H Q*< 

A (V) k (v) tfi x jfc.fctfkrt<OT?&tK B(i, o, s, nor g (:: 

6 . S; ( I ) *x R j CFR 2 jWB»JK c l ~ c 5 ^M^l/T* »K Q*< 
5$ (V) K (V) 4\ j^OT-fc^okj^lT*^ j *nt»*t) 

NCN, NRg^^ttNORg (CCT> RgtSC J -C g 7-M^I/T?&S) T 

7. CI) R 1 fei£?R 2 ^jK5:iG 1 -G 5 7^*JL7?*»?^. Q*< 
5, (V) K (V) 4k j fc«fctfk#£*>i;:lT-**K R g *<fi*Jtw***fctt 
>f-^T*t)> BW\ CK Ss NIK NCNs NRg^/iliNORg (CCT\ 
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WliCH*fc{iNT&tK R 1 *5«fctfR 0 ^iSJSiltc C ^ - C c 7;l>* 

J- ^ 15 

^T&tK A(2^;k x^;k ^ot^k ^V/Dt°;k :/f-;k 'fyT'fJk 
s-y^;k t-^f-^k ^>fiK -f VO^-Zk v'^o'Of-jk f/?n^ 
*^;k D^^;k 7x-;k -^-7^;k 7'JJk Jk fUi?;^ 
fctttry ~ s?— ;|/T*!)n AT$fr3ft5Cftfc>©7;Mr;l/g % 7'J-;bg£fc 
^fo7'J-;H(i, 7Jl*u^ ^do, 3-Kx yJA t Kn + 

^hn, 7$ a v^*;i,7i a vz-f-bjij^ y-fu 

£;l/7$A v>7>;U7$A h D 7Wd> f-;k yf-Jk xfgk 7nt°;k 
-fv^DtVk 7^k -fV7>;k s-7>;k t-7*;k y r*>\ xh 
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K^s W{iCH*fc«NT*») N j liO-efco^okjii-Tf&aav 

j (i 1 0 k 14 0 T* t) , R j iS&tfR g liffiSfli:: C 2 - C 7;U* 

Dt°;K y*^k <<y-7>;k s-7>;k t-7>;k ^>^k -fyo?- 
;k ^n'Of-yk v?o^*v/;k i/^n^^;k 7x-;k *7*;k 
7»j;k ^x-;k trU^*fctttrU£y-;bT*.*)x AT**>*ft4c:ft& 
©7;Mr;b£ N T'J-;b®^/:(^xD7U-;US(i, 7;U*o % ?dd n 7*0 

$A 5>x*;|,7$A ^otA7;A *7f-;l/7*A b>)7Jl*nSi- 
>>k **JW x^;k 7°Dh°;k -fV^DhX ^;k -fVT^k s-yf- 

;k t-y^;k y h+i/, x^y, 7 p d^+-> n ^v^D^^fci^h 

**>fr&*ft*ft5 1~5ffl©M»£WLT^TfcJ:^3 Testis* a; 
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WliCH£fcM;NT?*>*K RjSfcliRgttiiJgiJlcCj-CgT^ 

C 1 -C 4 7;i/3*->*;u#— ;u % 7x— ;k l-Jf-JK 7'JJk 3^^;k < 
>7*-T;k 7-fef-Jk f y vMk try $ J?-;k b'o y ^-;k f^y 
tX7^-Jk ^fkX7y-;k *;k+ 'J y AT*^t>£ft£ Ctlb© 

7;b4;l/S. 7U-;bSt^(i^xD7 1 J-;USlis ^of>, y7A C0 2 
H, CONH 2 , t Kn*-> % ^hn, 7S A C - C 4 7;M^7 ^ 7 , v> 
- (C x -c 4 7;u+;b) 7$ A C 1 -c 5 7->o + i/ > c 1 -c & 7i/;k 
C 1 -C 4 7^+;U5 1 ^ h'j7^Dyf-;k C 1 - C g 7;U*;k c 1 - 
C 4 7;m + ^;k C 1 -C 4 7^1/3 + ^*^**-;k N- (Cj-C^M 1 
"-<) 7 ? . K, N, N-v- re -c .tj\,*a>) 7^ Kx C 0 -c„7;u*;u 
7i h\ xf u>Wk -7i-;k 7*;^ Ml:7*.=Jk <>7f ;k 

ey i?Jk t e 5^-;k try s s?-;k ey^-;k y;k 
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11. 5$ (IX) : 




£ 15 
^T*t), R 5 tiOIJgiJjC7K**3tttyf-;l,T-*e), AliCj-CgT^+^K 

C 1~ C 4 7^-;K ^^o^>f;K ->^d^->;K ->^D^^f-;b N 

>W ;k 7-fef-;k f'J f; $ f o 'J exy s?.=Jk 

7;U*;MS X 7 i ;-^g^^{i^xo7U-^g(i N ^oy> N i/jy > CO 

CONH r hKo + -> N - ho s 7;A C x - C 7;l^;b7 $ y N i>* 
- (C 1 -c 4 r;u+;u) 7$ A C 1 -C 5 7->d*.> x c, -C 5 7i/;k 
C 1 ~ C 4 h'j7Atn^f^ C.-C-TWI/, C - 

7$ K> N, N-*- (C 1 -C 4 7;U+;b) 7S H\ Cg-C^M^U 
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fjv^k f5y-;k t°'j^-;k ey^-;k *yj;k *fcl***V 
1 2. 5£ (VI) ^ W#CHT**. m*58 {wf2tt©+y 'J >SS3M*:te«fc 

cf n b ©n^fiij icfF^T- § * 

1 3. ^ (VII ) * N w^CH-e&s, If#il9Kf5ifc©*y <l >SHM*fc 
J: tf* ft t> ©l^ftKffgT- £ -5 £ c 

1 4. a (viii) vwcH-e&s> tt^i o^ieis©*; >s§## 

1 5. s ax) w*<cht**x i (cisife©+y \) 

1 6. £ (X) : 




(X) 
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WliCH*fcltNT*«^ R^fzliR 2 t»Ji: C j - C 5 

?o^>?-;k i/?asK*i/jW ^o^^ T'^k C.-C,?^* 

14 

♦>*;k-K.=Jk 7x-;k *7*;k 'OV-Oktf&O, AT**)$tL5 cnt> 
<D7;l>*/bg, Sfcti7';-;l/gtt, OH, C0 2 H, 7;U#n % ? nD> 7 D 

7-bh + ^ C 1 -C 4 7^3*->*;l,jK-;k M7;U 

*oy^k C 1 -c 4 7;i/+;k C 1 -C 4 7;H3 + «>s h°'Jv>;k ifctt? 

17. S (XI) : 




K4\ WttCH£fcttNT*tK R 1 4fcliR 2 liflJgiJlcC 1 -C 5 7Jl,+ 
;kr**K R 5 ttfflSflfc**£fcttyfj^&tK AteC 1 -C g 7;b*;k •> 
^nOf-;^ i/^a^**>;k 7>;;k C 1 -c 4 7;i/3 + 

i/^7^,t:-;k 7x-;k +7*)K / <> , /'fmD, a Testis c*it> 
©7;U+;ug N *fc«47y-;i4l{i % OH, C0 2 H, 7JM-o, y n 
^ 3 -H\ -hn N 7$ A ^- (C, -C .7 to* Ad 7$ A x*U>y 
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*u*+^ c 1 -c 4 T^4;k c 1 -c 4 7;i/3*s/ % fj^k Sfcfc? 

18. 5$ (I) <K W*<CHT*t) N X*<0-e*t); R : $s*&R 2 wt 
fcy^TfctK Q#S; (V) K (V) ^ jfcj:tfk*<tt!|i;:o*fcttlT 

Rg/^TK^T'&^K AliC x -Cg7;U^k ytvO+Jl^ ; s>?u^ 
*->;ls **D^7>;k 7D;k C x - c 4 7;lo* v^;i^;u x 

*7*;k ^>y>f^T*t)x ATat>*n«cn&<D7^*^ 7»j-;nt 

tA:li^xD7'J~;bg(i N OH^ C0 2 H N 7;M"a N ^dd, t*d^ g- 

K\ -ho^ txj^p- (c 1 -c 4 7;b*;b) 7$ a x^u>>?^^^ 

7-fcrh*S/ % yf-;l/f-^- N C x -C 4 7^n + i/^;U^->»K Hj7;M-oyf- 
Jl > c fC 4 7^K C 1 -C 4 7^3*-> % f'Jv^k tfcB7*^ 
?»«*?*n«l-5fl©lUJUI%*LT^Tfe«k<x B(i. Os S, N H N NC 
N, NR 6 *fcttNOR 6 C:t\ Rgli^UT***) TfcS] Tftb3*i 

19. ^ (I) * N VWCHT&O. R r R 2 ti<tUzt1-)lT*$>K>, 

2 0. 6, 7-s?y h*i/-4- (2-> h*->7*y*'» *yy>, 6, 

f-4- (4-y h*>>7*y*v/) *y U> N 4- (3-7^tD7*;*«» 
-6, 7-yy h*2/*y«J > N 4- (3-k Ko+->7x;+-» -6, 7- 
^ «J>. 4- (4-7*Q*7xy4i/) -6, 7-^y h*i/*J 
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f>>4-(3, 4-^h + '>7x;*-» -6. 7-yy h*i/+;ij>, 

6, 7-i?y h + i/-4 - (i-t7fW'» *;y>, 6, 7-i^h* 
*-4- (2-*7*-;U**>0 +y 'J > N 6, 7-vV h*y-4_ (5 _^ 

+y >J>, 6, 7-->V h + ->-4- (6-/. h 
*'>-2-t7f;l/t+-» 6, 7-^> h*->-4 - (7-y h + 

•>-2-*7fjM-*so +y 6, 7->v h + «>-4- (5-*y 
*y 6, h+^-4- (6-*y +y >j> N 

4- (4— f >K'J;U**S/) -6, 7-5?y h + ^+y U>, 4- (5— f > 
^->7z-W) 4V 'J>*fcii6. 7-xV 4 — (4-y h 

21. (4 -n -7*^7^1/) {4-[( 6i 7 _ ^ h + 4 _ + 

; «J*) 7-*.=.*} (4-t-y^7ii*) {4- 

[(6, 7-fy|« + v/-4-*;iJA)t*J'] 7xi;W (4 - 

h'j7A* D ^f*7xiA) {4- [(6. 7-^h*v/-4-+;ij^) 
t*^] 7x;;H (4- 1 -7>;b7x^;lO {4-[( 6> 7 _ 

•^^ h*i/-4-*^-yy-;u) ^+5/] 7x-jh y*y> N ( 4 _ t _^ 

;U7x-;l.) {4-[( 6> 7-v^y h + ->-4- + yj^) 7^-;U} 

y*v>. n- {4- c (6. 7-^y h+->-4-*y u;b) 7x- 

M -^n^+tf^MC+tfS h\ N- {4- [ (6, h*i/-4 

- {4- [(6, 7-SM h + 5/-4-*y »J;lO 7x-^} - (n, 

N-^W5/7i-;l,) K\ N- {4- [ (6, y 

*'>-4-*y»;^) 7xiA) - (4-7*^^7^^) * 4,414. 
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K\ N- {4 - [ (6, h*s/_4_*y y ;U ) 7x - ;U j 

- (4 -n-7'f-;U7x^>il/) *;UsK*tf$ F\ N- {4- [ (6, 7-Vjt b 
+ ^-4- + y-;;U) 7xi;H - (4-^h + y7x_^) 

IK H\ N- {4- [ (6. 7-->V h*y-4-*/ 7i -; W 

- (4-yD*7i-A) *;bsK+t^5 K\ N- {4- [ (6, h*-/ 

(4-n-W7x-;i.) -N' - {4- [ (6, 7 -'J* Y*rv-A-*j 
yjU)**->] 7x-;b} 7l/7. N- (4 - t -yf^7x-^) -N' - 
{4- [(6. 7-5>y r*'>-4-^*y 7xzM 7 1/7, N 

- (2-h'J7;l/*Dy^7x-;l/) -N' - {4- [(6, h^>> 
-4-*yj;U) tf*s/] 7*-;u> 7U7, N - (3- h'J 7;i/*oyf\rt,7 
x-;b) -N' - {4- [(6, 7-^ h + i/-4-+;»J^)**i/] 7x 

91/ 7 N N- (4- h iJ7^oyf;l,7x-^) -N' - {4- [(6. 
7-5>y p + ->-4-*y»J;U) 7x-M 71/7. N- (2-^h* 

->7x-;b) -N' - {4- [(6, 7-^h + y-4-+;-J;b) t+->] 
7x-;U} 7 1/7, N- (3-y h+->7xz;l/) -N' - {4- [ (6, 7- 
v?y h + v/-4- + y U;U) 7x^;b) 7 1/7. N- (4-^ h + i/7 

— N' - {4- [ (6, 7-V/ h + ->-4-+y i;^) 7x 
7L/7x N- (2-7;l/^D7x-;b) -N' - {4- [ (6. 7-^ 
r*->-4-*y UAO 7x-;U} 71/7. N- (3-7;l/^n7x- 

-N' - {4- [(6, r**>-4-*y 7x;;H 

*L'7„ N— (4 -7.'kt*7x^'i') -N' - {4- [ (6 : 7-5** 
-4-+yj;l.) 7x-;U} 7 1/7. N- (4-7-b^^7x-;b) - 

N' - {4- [ (6, 7-i?jt r*->-4-*yj;l0 7x-;I/} 7U 

7. N- {4- [ (6. 7-v^y h*S/-4-*yj;l/) 7x-;U} - 
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N' -n-zfat'Jltlsj, N-n-7>^-N' - {4- [(6, 
*^>-4- + y 7 3.-)lVl;7s N- (2-7^tD7i^) 

-N' - {4- [ (6, 7-vM h + '>-4-+^v*';-;L') 7x-;b} 
^l^7> N- -N' - {4- [ (6, 7-v>V h4-> 

-4-*^/U-;l>) 7x-;U} *i/7* N- (3-y h*$/7xi*) 

-N' - {4- [(6, 7-^ h + v/-4-*^-yij-;U) 

N- (4-y h + -N' - {4- [ (6, 7-v?y 

-4-+^'/y-^) 7*-Jl) \s~T \ N-n-y^^-N' - {4 

- [(6, 7-vV h*->-4-*-*-V'J^;U) 7i_;H ^u 7x 

{4-[(6, 7-vy h + 5/-4-+y iJ;U)^-+->]7x-;U} [4-*;l/*>J 77 x 
-^3 {4-[(6, 7-^y h + ->-4-+y -U;U)**S/]7x-;b) [4 

-fD'J^y7i-;l/] {4-[(6,7->'n + v/-4-+;iJW 

•>]7x-;W [4-tf^y^7xiA] N-(2,4-^oo7x- 
^)-N'-{4-[(6.7-vV h^v-4-*y 'JW->]7xijH*U7x N-(3. 
4->^ D D7i-;l')-N'-{4-[(6, 7-i>V h*v/-4-*y U «>] 7 x 
-;!>}7lx7x H3,5-^^OD7x-JbH-{4-[(6. 7-5? > h*v-4-+ 
y yAOtf+i/^x-rjI/jOUT^ N-(4-^DD-2-yf^7 i -;l,H'-{4 
-[(6, 7->M h*->-4-*,/ 'J;^'>]7x-;l/}'7l/7^ N-(3-7$ y - 
4-^D7x-^)-N'-{4-[(6, 7-S?y h*->-4-+y »J 7 xi 

^}-7l/7> N-{4-[(6, 7-xy. h*'>-4-*y«J;U)**i/]7x-;U}-N'-(2 
-VVViM+MVi/T* N-(3. 4-^7^D7x-;b)-(f-{4-[(6, 7-v> 
y h*i/-4-+y 'J^)t+<>]7xZ^)7U7, N-(2, 4, 5-h 
x^ju)-W-{4-[(6. 7-?* h**-4-*y 'J^)t+^7xi;b}^P7 N n- 
(3-^dd7*^H'-{4-[(6, 7-^y h + v'-4-+y 'J;U)**S/|7x- 
^}7U7 N N-(4-fcKo**7xi;l,)-N'-<4-[(6. h*;,-4-*y 
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